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aid et al, EMBO J., Vol.15, No.8, ppl885-1893(l996)) ^Rh o t? ^ 

l±ROCK II) 10-113187 ^ T.Matsui et al., EMBO J., Vol.1 
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(ii) -NH-C ( = 0) -Q2- 
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Q4t±, -0-s -NH-, S-fefci-S ( = 0) m- (mliO~2©Mi 
^^-To ) 

(iv) -N (-R 1 ) -Q6-Q7- 
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- (CHO nl-CR 2a R 2b - (CHO n2- 
n I*«fct5n2tt*ii^n0'-3©1[»*SU 

n2j&*2 3E;fcB:3T?*a»£0- (CHi) n2-fc CH 2 - C H 2 - 

C H = C H - £ - C = C - £3i LWT & £ <U 
R 2a £J;tfR 2b tt, IsHasfefctgfcoTlvtfe <fc<s 

- (C = 0) -N (-R 2c ) (-R 2d ) (R 2D ^«tVR 2d {±s |s]-$feM^ 

Sgil^frlT^Tfc <fc^) , i/^nrnhVK ^fe{±^>^ C07xrW 
^ttl*fctt20Ci-47;i/n^S/K:J:t)*Jft*n'C^T*»J:u) W)s £fc 

^Tfc«fcvO s Ci-47 > ;i/#;v*;i/^=;i/ (dOT^^gp^tt^ayvJi^fc £ 

bmWlgtir^X&X^) s C i-a7 frills % (Z®7)l*)l%Kfr 
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- (CHO p-NR 3 - (piiO~2©gft&£U R 3 ^7k^^s Ci- 4 T 
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-NH- (CH2) ql-CR 4a R 4b - (CH 2 ) q2- (ql^Wq2i^ 
ft^ft0~2 0»(£gtU R^cfc^R 4 *^ *Mfls T^mm^ Ci-i7jl/ 

yis Ci-4T;v^;v (z(07)i*)i&s\uV>mtt£*)&&£nx^xb& 

ymttZbmmztiT^xi)^) ^ Ci-4r;]/*;v#;i/^-;i/;^> (c:®^ 

- (C = 0) -0-CR 4a R 4b -CH 2 - {R 4 *&xzFR ib \&mmxfemgntc: 
pygtmmx&z) , 

-NH- (CHO i-NH- (i»l~4©«SS-T) , Sfcfct 

-s (=0) j- (j^Os is £fcfc*2£gif) 

SrHf o ) 

(v) -NH-Q 8 -Q 9-Q 1 0- 

Q8ii 
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Q9{±> -0- N -NH-s £fc&-S ( = 0) r- (r(±0~2©»^^ 
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(z<Dy)]s*)imfrl±^nV>mtt£bmm£hT^T%£^) s Ci- 
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(vi) -0-Q1 1-Q12- 

Q 1 2 tts 

- (CH.) s-CHR 5 - (sf±0~2©Ii^iU R 5 &zkljt Hi\ Cm 
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TfeJ;^) , Ci-47;i/3dri/AM^Jl/ (Z.<DT)V3r)V$frl±^V J fyB^ «t 
- (CHi) t-NR 6 - (ttt0~2©ffi8fc£U R 6 »7jc*M-^ Ci- 4 7 

-NH- (CHO u-CHR 7 - (uttOSfettlCDSjRftSU R 7 fcbKfitJP 

^ Ci-47M;v$feH:7i-;i/ (^©7i-;i/^ ^n^>i^ - 

WT&JaO > C i-4T;i/a =^> (d©r;i/#;i/iJ^I±-'NP.y>JB-?fc«tt3flWl 
3ftTV>"tfc ±W > C 1-4^:3 (£©T;i/*;i/gG#fcL'NP'7> 

^ (z(DT)\/*)i>®ft^u?>m*fc£y)mm$hx^x&M ^ afctt^ 

£HTo ) 

(vii) -Q13-Q14- 



WO 01/56988 



9 



PCT/JPOl/00721 



Q 1 4 fcfcs 

- (CH.) v-CHR 8 - R 8 ttzkflSJgB^ Cm 

D W%k£fix^xk ckvO , Ci-*T;i/^*;i/^-;i/ (i©7;^;WttAn 

ir^iz&iom^nx^x&x^) %mt) 

, - (CH.) w-NE 8 - (wH:O-20irau R 9 fc^JcltJI^ d-47* 

57Ss Ci-4r;i/*;b (do^;i/^tt^Dy>s : ?fc«J:DSift$nT^T*«t 
> Ci-4T)iu**s (zcDTfr^frmfrw^vtfym^texrimWkznx^x 

^ ctv>) s Ci-4^;b3*5/*;i/Jt?-;i/ (c©T;i/^;i/g|5#&;ND^>jgc^C;: J; D 

-NH- (CH 2 ) x-CHR 10 - (xttO£fettl0iS»*£U R 10 (i7j<* 
-boS, 757Ss d-4 7;v^ (^©7;^jmAD/f>^t;j; 

®fr\±^vyym?te£t)wm£tix^xkM s Ci-4T)i*Mjvtf=.M 



WO 01/56988 



10 



PCT/JP01/00721 
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(viii) -C ( = 0) -Q15- (CHi) y- 

(ix) -C ( = 0) -NR'-Q 16— (CH 2 ) z- 

3-7 ^(Dmu^tc^mmcD^M^cD^mm^M^rcimmM^s 

13-1 5M0H^©fiSffi^fcli^tafD©^^II^S*fey:^^*s 

{fibs 
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X«(i) Qltm^^T) SSU iPoZ#2-xh^;i/ 

X« (iv) R^^M^^U Q6^TI3^ 



;k 4-^;i^U=;k 3-h°u^-;K 4-tru^-;K 2-£nn-3-t: 
titter* } 

#38$ (3 J; Sft^tl a R h o * Hf t J; D ft S ^©^t- WfflT* & 

So 

J3fc$lfck 5* (la) ®{b^t)^fctt^©^±l^^n§it%b<{i«»^ 
Het-X-Z (la) 

Hetfc >J>& < h * lffiCS*^*^^ 3 5 ~ 7 M©TOI4®fgffi£fc 
W«aW0ift*^^ *5V>fc*'J>&< 1 MC^Jg^^^-TS 9 ~ 1 2 

X{± s a (i) ~ Ox) frt>te%mi*e>mR£ftZ&&&Ls 
(i) -NH-C (=0) -NH-Q1- 
(±IB^*s 

Q 1& 
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j^«i~4©t;i/^i/>s £fefct 

£lTf o ) 

(ii) -NH-C ( = 0) -Q2- 
Q2tt 

)],*)i&jsv'f>mtt&*)U&£tix^xb&^) s Ci-4t;io3-> (^©7 

^Sto ) 

(iii) -NH-C ( = 0) -Q3-Q4-Q5- 
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Q 3 tt s 

Q4(is -0-, -NH-. %tzl±-S (=0) m- (m& 0 ~ 2 

f) &itu 

^UlTo ) 

(iv) -N (-R 1 ) -Q6-Q7- 
(±535*^ 
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- (CBh) nl-CR 2a R 2b - (CHi) n2- 
n l:fe«fcT5n2tt*ft*ftO~3©gE8[:&&U 

n 2 2 £ 3 &±i£r© - (CH 2 ) n2-ll &*(D- CH 2 - CH 2 - 
5^-CH = CH-i;fe&-C = C-£mbWT%«fc<s 

c i - 4 n 3=- ^ * ;v ;i/s 

- (C = 0) -N (-R 20 ) (-R 2d ) (R 2c ^3j;^R 2d (±s 

W-Wkc* fix v n T ^) ct v> ) s Ci-4T;i/ndr^> (c©7;V3^^ii;\a^>J|^l:i 

v^T^)j;v^) s d- 4 7;v^*M-;i/ (c07;v^;vMliAn/f>^{i J; 
tjgtfe^ftWTfcJ;^) > Ci-4^;i/^;i/*;i/^-;i/^-^^ 

SSI") X 

- ( C Hz) p-NR 3 - (pttO~2©Sf»SSU R 3 &7j<SfJiW\ C,- 4 7 
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-NH- (CHi) ql-CR 4a R 4b - (CHa) q2- ( q 1 * «fcVq 2 fct* 

n j ?no~2©«SR*su R 4a ££^R 4b &, znvtis 7mm=fs Ci-*7^ 

g$i£tiWT& «tvO s Ci- 1 7;^;p*;ni?-;i' (o®m»H;Apy 
>JS^fc«k!)fiife<*ftWTfcJ;v>) > Ci-4T;i/^;i/*;i/^-;^^5/ (c®7 

- (C = 0) -0-CR 4a R 4b -CH 2 - (R 4a *5J;^R 4b {±Buf3^a»^tlfe 

-NH- (CHO i-NH- (iiil-40»g-r) s £fct± 
-S ( = 0) j - (jfctCK Is £fcB:2££-r) 

^Stc ) 

(v) -NH-Q8-Q9-Q 1 0- 

Q8I1 

Q9»s -0-, -NH-s £fc&-S ( = 0) r- ( r & 0 ~ 2 
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■f) 

Q 1 0 fck 

x-;w±> Any>|^ - h p*s Ci- 4 7;^;v 

*mto ) 

(vi) -0-Q11-Q12- 
Q 1 2 i± s 

- (CH.) s-CHR 5 - (sttO~2©fi»ftgU R'ltym^, Ci-4 
7»*feft7xrjl/ (l<D7xiM, AD^7K, TkltSs -bPSx 
7^S, Ci-47Jb^b (dCDT^^^fiAP^^Jl^^ «fc Dgl^ftWCfc 

t%«fcW , Ci-4T;i/^^^*;v^-;i/ (£0T;i/=¥;i/^#{±^p^>JI^fc & 
*)WWk£tiT^T%£^) > Ci-4T;i/^;i/*;i/^-;i/ (£©t;i/^;i/£!$#&;nd 
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- (CHO t-NR 6 - ( 1 1± 0-2 U R'ttzKiRM^N Ci- 4 7 

-NH- (CH 2 ) u-CHR 7 - (u£O|;fc&l0ll$t£ilU R 7 {±*^ 

&ftWtfc<fcW , Ci-47JV3^i/*M-;v (^©7;i/W^(±/\ny> 
JR^KiJ: DMfe^ftT^Tfc «tv>) N Ci-4T;i/^;i/*;i/^-;i/ (z.<D7)v*)]/tin 

^^-Tc ) 

(vii) - Q 1 3 - Q 1 4 - 
(±13^ 

- (CHO v-CHR 8 - (vHO-20»|U R 8 tt7j<*^ s Ci-a 
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- (CH 2 ) w-NR 9 - (wfc*0~2®lEftft£U R B t±7jc^Jp^ Ci- 4 7 
^ySs Ci-4?» (3©7M;i/H:;M3y>I?l: .fcDWftSftT^-Cfe «fc 

-NH- (CHO x-CHR 10 - (xi±0*fettl U R 10 «^ 

-has, 7^;s^ Ci-4T;p^;i/ (ior;v*;i/tt^ND^>JS^K:j:D*lft* 

&£ftT^-t*«fcuK Ci-4T;i/n^r^A?;i/jK-;i/ (^TVWl/gl^&Apy 

^M^t-^DM^^tiTv^T*) J;v>) , Ci-4^*;i/*;i/^r:;p (£<dt;i/*;i/ 
Bfr&j\Tiy e >m : ?fc&y)m&£tix^x%&^) ^ Ci-4:p;v*;i/*;i/#-;M- 

^itTo ) 

(viii) -c ( = 0) -qi 5- (cho y- 

(±§35$ *K Q15(±, 5-7 m(DMm%t£l±^mn(DW.mm$;&%mu £© 
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(ix) -C ( = 0) — NR 1 - Q 1 6 — (CH») z- 

il^fe(±^^©T;v^;K r;i/ndf^s ?)i>r-)W s&vrrji' 
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n-7^;k i-7^;w s-7^;k t-^M^f^ti5c 

d^T^n^^o^JhbT^ * h^X ih+K n-7"P^X i-7° 
P*°*X ii-T^X i-7h^X s-7>*X t-7>^>#W£ 

wfbfrxfozoo znbi&Tj]/*)wm(DmWk&%mtz&fc^x&mmxfo 
j\n>f>m^ti±, 7yii^ mmm*. mm?, &tz\±s^mm?%n 

1*1" 3 „ 

mu 3= feii^fiSffi® #JgttcD 3-7 M^JI^©#!| h Uft, is 7 P 7P K 
;K i>7P^>^;K i/^DA^^K &W7 ibti%> 0 

y >^;k t: u ^ -Y 5 *V u ;k ^7 x -;k -i 

V^"9-y-r;k -fV^-TV-f^ 1,2, 3-*W7V>f^ 7^1f-;K 
1, 2, 3-h»;^y^;K 1, 2, 4-b07V-t)W WVVJW t°P'J- 

sa^btit ^>ku;k ^7U-;w ^t-^U-;k 1, 3-^>v^;t* 
v-;w ^v-f>F'JM -<>w;;k iH-f7v"D[3, 4-d]t:y^ 
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^-7^u ^>i/^r ^^i'j^K ^>y?-?v*'j-;K 

^Sfett*fflSj0HJStt0l 3-1 5l0Mi^SSfeii:I»lMSt b 
5$ (I) jSiVa (la) t^V^ts He t B\ <J>& < t% lfflx b < fct 

1 ~ 3#k ©nMH^*a^-r& 5~ 1 m(Dmm f £(DMm%frte y pmu(Dm.Mm 

St; (I) £«fct>*5$ (la) C^V^Ts H e t Mt-¥i^t4©lt*^a^ 0 
$b<iis ^ (Ila) , 5$ (lib) s Sfefcta (He) &*1-ii:tf7!*So 




S (I) (la) iz&^Ts Het^tW©W» S 

a (Ila) ^ifT 1 , 2, 3-h'j7VV;K 1 , 2 , 4 - h U ;k * 

st (iib) tfgts t:u^;K K'j^;^ >rv^v^;k -tv^tV^;k 
7 -5 if^;k £ <fc v h u t v -;v 
^ die) wi, 2, 3-^-^ j y-^T^^;i/*5J;^t:u^;K 

5$ (I) fcitfa (la) fcjfel^ Hetll 4>fc < H@ N #F£b<i* 

1 - 3 Ms (Dmrnm^-tt^Mt %> 9 ~ 1 2M©-#&©«sfimc&^«i©^ 

^Stf*SCfc;tfT?^ »^b<»^IW^bT^JI^©^^-r?>» 
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5S; (I) (la) Kl^^Ts Het^t-»tiiSS}l 

£b<fct, 5$ (Ilia) s S (Illb) s & (Hie) N 5£ (Hid) s S (Hie) s ^ (ill 

f) N a (mg) s 5$ (nih) N 5S dm) s (nij) ^^i-cii^-e^^o 




(A2fck ysn^>M-?^«t(5g^^nT^t*)J;^7x^;K »«Wny 
-NH- -0-, *fc{4-S-S^o ) 

5o 
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5* (I) 43J;^ (la) iz^Xs Het««ttffit0MS0lt 

5t (Ilia) MtlH-5-^>^;>Jjk l-?^^l/-lH-5-^>f 
V"U;K lH-b'7^P[3, 4-d]K'M^>-4->f;K 
5£ (nib) ^tlH-5-^>^h'j7v"U;K 
^ (me) ifi&T i , 3-s;^^-2, HD-iH-5-^f y>r> 

HUM 6-^dd-1, 3-^**^-2, 3 -^th'n-lH - 5 

> H y ;k 

^ (Hid) »-fV^yiJ^K 

S (Hie) «-r^>y »j~;k 

S (nif) ^irr^y u u s>-;k 

5£ (nig) «-r^v"U-;k 

5* (nih) ifi&-$"?95*?—)W 

^ dm) «1-7'tri^-;w 

S (Hlj ) > ^ >f ^ *V U ^.y^Jf-T "J V £ i V* > V 

5* (I) £<fctf5£ (la) fc:^V>T N Xtf^fS (i) fflff^U^JJ:bT(l 



WO 01/56988 



24 



PCT/JPOl/00721 



X % X ^ 7 x X t) ftT ^X & «t lO £ ft 3 o 

Si (I) *«fct5S (la) X^-TS (ii) 0#&U^JfcUtfck 

Tfc«U^x^;i/fc«fcbg&&ftWTfc«UN) fc^-To ) £^-r@£#^f £ 

ft3o 

5$ (I) £«fcV5S (la) M^Ts Xtf^fS (iii) ©^Lt^Jhlt^ 
Q4^\ -O-s -NH- £fc&-S (=0) m- (mfci: 0 ~ 2 ©&&£^ 

itmm^tir^x % x.-)i^mto ) sit-r±ii^W£>ft3o 

5$ (I) £<fcU^ (la) fc£^T> X#^fS (iv) (DU^h^MthXlt, 

R 1 *s7j<^M-?Sfe{iCi-4T;i/^;i/^;i'^-;v^u Q 6#\ ^ 5-7 

J;<s Q7^ - (CHO nl-CR 2a R 2b - (CHO n2- (nlft 

OSfeiilCl^U n2{±07?ft^ R 2a }i7K^M^^^U R 2b ^ 7j< 
Cx-*7JV*)K ^felili^tit^t^i^^xrMgt) s - (C 
HO p-NR 3 - (pfcfcOSSfcttlOgS&^U R 3 li*«M?s 

)v^tzi±mm^tix^x%x^y ^--jv^mt) , $fei±-NH- (cho qi 

-CR 4a R 4b - (CHO q 2- (qlftOSfeSltM, q2tt0t?^t)s R 

4a (±7j<M?£SU R 4b &7kf?IM^\ Ci- 4 ^;i/^;i/*fe{±S«l^ftT^T*«t 

J;<s Q7A*s ~ (CHO nl-CR u R 2b - (CHO n2- (5£*k 

nl£J;tfn2B*ft*ftO~3©|gR&^U R 2a &7jcfitJIC^£|gU R 2b & 
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jkmBTs SJ&^nwrfc &^Ci- s Y)l5-)], s Ci-iTJln 
^yts)^=.)^s "y7J&s - (C = 0) -N (-R 20 ) (-R 2d ) (R 2o £J; 

S^f) s - (CHO p-NR 3 - (pi±0Sfet±lOlE»*^U R 3 «*M 
^ Ci-47;i/^;i/*fe»fllift*nTv^* J:v>7x-;i/SStT) n -nh- (C 
He) ql-CR 4a R 4b - (CH2) q 2 - (q 1 ;fe«ktfq 2tt*n*n0-2© 
SE**aU R 4a ^7j<*^§|feLs R 4b tt*$RJg^ C^T^^fcttgJ^ 
£ftWC% £^7x-;i,£g|-f) s - (C = 0) -0-CR 4a R 4b -CH 2 - 

*fettB**nTV^T4)J;V^7x-;i/^f ) n -NH- (CH2) i-NH- 
(i(±l~4©MS^1-) s £fcfcfc-S ( = 0) j - ( jttO, Is gfcfc*2 

S (I) *«ktJf^ (la) 11^^, Xj»<rS (iv) OHfcffftU^ilU 
TfciU 

0ffiffllft*3»5$*4£U Q7#\ - (CHO P-NR 3 - (pfc* 0 S-fefci; 1 © 

)l/%mt) s SfeS-NH- ( C H2) ql-CR 4a R 4b - (CHO q2- (q 
lttO*fet±lT?*tJN q2&0T!&Ds R 4a &7Xf||]g^-£&Ds R 4b &7.kiilJg 
^ N Ci-4T;i/^;i/Sfc«:gil$nTV>T*»J;^7xr:;i/&g-r) £S«£k 

*JE : ?*^Wr5 5~7^0«Sffljft*»aS*^U Q7*»s - (CHO n 1 - 
CR 2a R 2b - (CHO n2- (nlttOlfelilCffilU n 2 & O ^fe *K 

R 2a tt7K^M^^nu R 2i i±, zfciRis^ c^tvi^k ^fe&sf^nw 
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ft&tmmmttx. ^nmnr^r%^<s Q7^\ - (cho m-cR 2 

a R 2b - (CH 2 ) n2- (n 1 ^iO^n 2*»|rI— S fe{iM^^>T^T*«fc < 0~ 

£,m±mmmi L te£t)mm£nT^x%£<s Q7t>\ - (ch 2 ) ni-cR 2 

a R 2b - (CHO n2- (nl43<tVn2*s0"l!*t), R u «»§iU 
R 2b ^g^^ttv^T4) «fcv>Ci-«7;i/*;w J/;1/2£n Ci^TVi/n^rS/ 

^;1/^-;k - (C = 0) — N (-R 2c ) (-R 2d ) (R 2c £J;£>*R 

2d &5$ (i) ■efemztitcft&tmm-e&z) s £tc\±m&£ nx^xb &\tV7 

^S(M*JI : ?^<fci9g^tiTV^T*J;<, Q7#\ - (CHO nl-CR 2 
a R 2b - (CHO n2- (nl#0~3©SBR3fc£U n2^0T*$>Ds R Za £ 
it;R 2t ^Dy>IMt) fc^fS^s 

5-7 M©»iS*J«S§^U ^Oj^3S3iSSj3 iVS^S 
t> B&3*bTlvCfc J;<s Q7#s -NH- (CHO qi- 
CR 4a R 4t - (CHO q2- ( q 1 *«tWq 2 14**1**1 0 ~ 2 OfiftS^U 
R 4a ttzKM^^SUs R 4b »7^M^ Ci-4T;^;v^fe(4S^*iT^T4) 

r^^tk^p^^u Q6***s-&s^u q 7 «£■ 

a; (I) ££T>*5S (la) fcfc^Ts Xtf&fS (v) cWtLV^JiibT&s 
Q 8 #\ J*Htl& 1 ~ 3 b > * fe fcfc&I&& 2 £ fefct 3 ©T;i^ - 1/ > £g| 

U Q9#\ -0-, -NH- tfcfct-S ( = 0) r- (rliO~20» 
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©t;i/^-u> (q l o^tr^i/y^it/TJ^-i/Xt- Ci-^;]/^ 
a (i) ^.tva da) tsi^ x*»s-ra (vi) osfsu^b-m. 

jg^s - (CH«) s-CHR 5 - (sttO*feH:l©SSRS*U R 5 &7k Jjt 
d^^^^^fe^m^^tiTV^T^iV^x-^^^-r) N - (CHa) t- 

g|£tlT^T&J;^7x-;i,£i|-r) s $feli-NH- (CH 2 ) u-CHR 7 - 

5$ (I) £<fcl*i£ (la) f3£l>T> X^fS (vii) ®$?3;bl>«bT 

- (CHa) v-CHR 8 - (vttOSfeftlOliSiU R 8 (±7K.W^s Ci 
-4T)l*)V1Zli&U&$tiX^X% , - (CH 2 ) w-NR 

9 - (wi±o$fciii(D»su R 9 »7kf?tliw\ Ci-4r;^;i/*fe{*Bt^ 
nx^xk^y > Sfett-NH- (cho x-chr 10 - (x 

. 5$ (I) ££#3 (I a) iZ&^Ts Xt?mt& (viii) CffSlV^tbt 

It) &g*U yi?l%tcl±2%mtm&bmft>ti%>o 

sUl) ££#5* (la) C^OTn Xtf^TS (ix) 0«F*bV^fcb*Ctts 
Ql ^M-?tJ;DSm^tiTVAT^J;VA5~7l0lS^^i^SSfe 

fc* lfflog&jfi^&^r-ra 5 ~ 7 ii©fiSffi«ifcif as^iiu z a* l $ fcfci: 2 
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5$ ( I) £«fctf55 (la) lZ£^Ts & (iv) 0Q6 S 3£ (vi) fflQ 1 1 N & 
(vii) ©Q 1 3, 5$ (viii) ©Q 1 5s ££#5$ (ix) ©Q 1 6 ^"T r 5~7 



*^#^nti^v^mS-N (-R 1 ) -h©#£iir£SU 
±BB*M (vi) ©Q 1 1 «f«^is *tPtt£ntzffi&lZQ 1 2 ^©^^ 

±I3MS (vii) ©Q 1 3#Sf »£n *#ft£ft;fe*££fci;Q 1 4 £©Ml§r 

±ibs« (viii) ©qi ** j ft^nfe*s^tt- (cho y- 

u *w^n-cv^v^-&t±-c (=0) -fc©*g^s*-ro 
±i3»&s Ox) ©qi Gttmtm^ *&mtitzm&&- (ch») z- 

U *W3ftT^&^«g£fcfc-N (-R 1 ) -^©^^^-To 
5* (I) ^iWa (la) C^^Ts Z«-r5~7M©#iItt©ISl0^fe{i 

(I) £J;TJ^ (la) t^^Ts Z»7x-M, 2#:teJ;tf64k 




— N 



b b 
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V>0 

5* (I) 43«tt55Si (la) IZ&^-Zs Ztimt 5~7M©f&ffl*fcfc£^«I© 

Hfc»*b<ttN 77-^ t°u^;K k^us>;k trnu^- 

55 (I) :|3,fctf5S (la) CiJ^ts Z#£?-5~7S0lSfflS;fett*«Sffil0 

a (I) £<fctf5£ (la) fcfcV^Ts Z«f 5 - 7 HOttffiSfcH^ffiflJ© 

S 5 ~ 7«©»*fe«^ISSlO^^* , r*$.S^ t&T*%s Ht»* b < lis 
^-x s £ £ s„ 

(I) £«fct>*5$ (la) ££V>Ts Z*»*^9-l 2B©-3S<4©«ain*fc 

S (I) ££#5* (la) fc^Ts Z*»St9-12HO-SH4©«lffl*fc 

(i^iain©it^3iS:a»-> etdt 1 fflossswffc «t tf/s ft t± 1 * fe t± 
2 is©«ig^^^-r s 9~io m©^ tgfpcD-^M^Ji^a-eafo s ^ t # 
r»£s w^Kfc -r>KU;w l, 3-^>y^^-^v-;K ^u;k 

S (I) ££#5* (la) (c^V^Ts Z^a-T 1 3-1 5M©H5tl40HfP^ 

y^r^-;K ^feii7i; ^^-ms^^^t^So 
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xmmizjiza, (i) <Dfc&ya3a£Vft (ia) oih&^mn&^Mnthx 
(i) 

Est ifift (Ha) \ ft (lib) , ^fefek* (lie) 0^t4©^^S^» 
£\ &£^&He t#5$ (Ilia) N ft (Hlb) N 5$ (Illc) s 5$ (Hid) „ S (III 
e) s ^ (nif) , ft (Illg) s 5$ (Hlh) s S (Uli) s SfcttiS (Illj) 6D~aH4 
©^*II^a^^U #£b<Hu 4-KU$>;W 1, 3 2, 3- 
S>h Fp-1H-5-^V^>F'J;K lH-5-^ >#VU;K 

;i/-lH-5->f >*VU;K lH-t.°t?v*P[3, 4 - d ]t? U ^ y >- 4 ->f 

x^a (i) u<k Qi#\ ^gfci~3©r;i/^i/^ tfcttlSiS 
iSc2Sfett3©T;i/^--i/> (±l3^;p^u>*5<tt>*T;i/^^i^>id:, Ci-i^i/ 

7 7=JW h°i;^;K t^'J^K ±y^JW ±7#U-)W -Y ;w 

pijm >f^£W;k i, 3-^>yy**v— ;k yMu=.)K 

(2) 

HettfS (Ila) N 5$ (lib) s £fc&5$ (lie) 
ft\ &5V^fci;He t#5$ (Ilia) , 5$ (nib) , 3£ (illc) N ft (Hid) , 5* (ill 
e) N 5^ (Illf) s ft (Illg) , ft (Illh) N S (Iffl) s Zfzltft (iHj) 
©«»I«S£giU ff$t<tt 4-f';^;K 1, 3 2, 3- 

yt kp- ih-5-^v^> ku;k ih-5-^>w;;k 6-^pp- 
i, 3-^;t^>-2, 3-^t FP-iH-5--rv^>Fu;k l-r-k^ 

;i/-lH-5-^>#V;;k 1 H-fc"^./P[3 3 4-d]£U $S»-4— C 
X« (ii) (s£#s Q2(±, m&s mmi-3(DT)^\y>, ztcitm 
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1~o ) ^iu 

7^-;k tf'J^;K b°^U^;K ^-7^-;K ^7#l/n;k J >^-;k ^> 
(3) 

Hetw (na) s a dib) , g^y^ die) ommvWLmmft&zmt 

£\ SSt^iHe t#?5$ (Ilia) s ft (Illb) s ft (Illc) s 5$ (Hid) s 5$ (III 
e) , ft (Illf) s ^ (Hlg) s 5$ (Illh) \ 5$ (Illi) s £tzi±ft (Illj) 0-5114 
©IiS«iU l?Sb<y:> 4-t'U^;K 1, 3-^^>-2, 3- 
h*D- 1 H- 5 -4 V-f > K U;K lH-5->f 6-7DD- 
1, 3-i^^>- 2 3 3 -^b FD- 1H- 5 — f V-f > K U;K 1-7^9- 
;i/-lH-5-^>^^U;K lH-^7^n[3, 4-d]t.°U ^>-4--f 

(iii) {ft*. Q3&, $|&&li;fctt2©T;i/*ix> N g;fc&j£|tl& 
2CD7jI/^-V>4iU -O-s -NH-s tfctt-S ( = 0) m- 

^ferat2©m-i/> (Q5^S1-T;i/^U>43«fctJT;i/>r-U 
C i- l 7)l*)]si§Ltzte.mMgtlX^Tk <fcV>7 x-;u^^-f 0 ) £HU 
Z#\ tK^JE^s /NP^>M^% 7i-JW ^7D7"Pf;K->7D^^K 

7 7-;k t°^yy;k ±7^;k ^7#i/~;k •y>t j -;k -f> 

(4) 

Het^s (na) , ft dib) , die) omm^mm.ftm%m.t 

t\ <fc£WiHe tjfift (Ilia) N ft (Illb) , ft (Illc) N 5$ (Hid) s ft (III 

e) , ft (nif) , (nig) s ft (urn) s 5$ dm) s ztdtft (nij) 
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*>t kd-ih-5-^v^>ku;k iH-.5-^>^yu;i/s 

1, 3-^;t^>--2, 3 -S?fc h*D- 1 H- 5 --f V-f > K U;K l-T-fc^ 

;v-ih-5-^>^;'J;k iH-t:7^D[3, 4-d]tr»M^>-4->f 

X#g (iv) (5^s R^Tfc^M^tfettCi^^l/^I/^^^-^S^U 

J:t)gm^^TVAr^J;<s Q7*P\ - (CHO nl-CR 2a R 2b - (C 

Hi) n2- (nl£Oi;;fei±l0g|fc£glU n2l±0^Ds R 2a (±7jc^M^ 

s - (CHO p-NR 3 - (piiOSfclilOlMaU R 3 i±7jc^ 

H- (CHO ql-CR 4a R 4b - (CHa) q2- ( q 1 0 $ fcfct 1 D s 
q2(i0^^ R 4a &7j<Mr?£^U R 4b &7k3?!JiW\ Ci-47;V^Vtfe(i 

t°U^;K K^uy^ ^7^-;k ^7*U-;w -O^-JK -T> 

(4' ) 

He t#5t (Ha) N 5$ (lib) x £fc&5$ (lie) C7)#^f4©»^a^*t- 

ft\ fca^ttHe t#5S (ma) s S (nib) s S.(nic) N S (nid) , S (m 

e) , & (Illf) , & (Illg) > ^ (Illh) s £ (IIHK (EDS) 
©it»^«^U ^U<tt> 4-t°U^;K 1, 3-5>tf*S/-2, 3- 

FD- 1 H- 5 -4 V-f > F U;K 1 H- 5 -4 >#VU;k 6-7PP- 
1, 3 2 S 3-S?tKD-lH~5-> fV>f >HU;K 1 -T-fef- 

lH-5--f>^VJ;K lH-h°-7^D[3, 4-d]K>MS»-4->r 
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x« (iv) (5£pk R'^i^sfeiiCi^mj^jv^-j^^u 

.fcbfi&Sft-CVvtfcJ;^ Q7#\ ^ - (CH.) nl-CR 2a R 2b - (C 
HO n2- nl*J;tJ J n2J±*n-?tiO-3©Jfl*&SU R 2a i±7K* 

Ci-4^;i/n^S/*;i/^-;K ^ryl, - (C = 0) -N (-R 20 ) (- 
rutvi/s tfe^M^nr^T^ <ti^>^;i/£3t-r) » ifeaii^wo 

Ttil^i-MSt) n - (CH:) p-NR 3 - (pliOtfeiil®!!^ 

"TK -NH- (CHa) q 1 - CR 4a R 4b - (CHO q 2 - (q l*«tVq 2 
l±*ft**lO~2©iEftSgU R 4a «*M^^^U R 4b tt?J<*0^ Ci- 

47;^;Hfeiifi$nti^*J;o7i-;vW) , - (c = 0) -0-c 

R 4a R 4b -cH 2 - {R"&&mm?*m\s, R i *&&mm?s mm$tiT^x% 

(CHO i-NH- (ifct 1-4 CD»^*-T) s £fett-S ( = 0) j- (j 

7^-;k h°u^;K t°^u^;K ^-7^;k ;w >f y^— ;k <f > 

hu;k -f$yyy;k ^-j--;k i, 3-^Wi^^v— ;k ;k 

(5) 

Het^S (Ila) s S (lib) s ^feteS (lie) ©#Jl'l4©^5l^*^*-r 
ti\ feS^liHe ttfaSi (Ilia) N 5$ (nib) . p$ (illc) N j£ (Hid) , 5^ (ill 
e) s ^ (nif) s ^ (Illg) s ^ (Illh) N 5* (Illi) N ^tcl±^ (Illj) 
0»Sl^iU #?£b<te\ 4-£U^;k 1, 3-SWPS/-2, 3- 
yt >FU;K 1H-5--T >#V'J;k 
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1, 3 -it***/- 2, Kn-lH-5-^V^>h'U;K l-T-fe^ 

1H-5--Y>#VU;1a lH-fc^PtS, 4-d]£U ^>-4-^ 

;k i h-5 -^>"J h 'J7v u;w -£tci±5-J v3v;;i/T*fo*K 

X#S (v) Q8tt, j^»l~3©T;V^ly>^fe^«2*fe 

{d:3©T;i/^-U>^^U Q9tts -O-s -NH- tfe{±-S ( = 0) r 
- (rttO~2©«E*3*r) ££U QlOtts fcHr N ^*lSfett2©7 
)V*]/y&tz\±mm.2(DT))/>T=.Vy (Q 1 0^it7JV^l/>$it>7M 

7^-;k K>J*A h°^U^;K j-7=f-)W ±7&\/=.)W jyf-frs J> 

HUM >f^#Vu;K ^-;k l, 3-^>^^v~;k 

(6) 

Het*»s (na) N & cub) N a^aa; arc) om^^mm^mmt 

frs &5l^fci;He t#3$ (Ilia) , 5$ (nib) s ^ (Illc) , 5£ (Hid) , 5$ (ill 
e) , 5$ (Hlf) s a (Illg) s 55 (Hlh) s 5$ (Illi) s afettiC (Hlj) OZLStt 

oa*SS***u #Sb<HU 4-tru^;K 1, 3-^*^-2, 3- 
S>k KD-lH-5-^V^>b*U;K lH-5-^>#VD;K 
1, 3-^3^>-2, 3-^t KD-lH-5--rV^>KU;K l-T-fe^ 
lH-5--T>^U;K lH-t°-7^P[3, 4-d]t'J5^>-4-^ 

x#g (vi) u*, qi lit, mmm^izx\)mm^nx^r%x^ 

M^&^mU Q12tis - (CHO s-CHR 5 - (sliOSfettl© 

1ISIU R f tt*il^ Ci-4T)l*))s%tz&mWk£nT^~Cb£^7 
JV%mt) , - (CHO t-NR 6 - (tttO$felil0lMU R e fcbJ<3S 
J!^\ c 1 -4^;i/^;i/Sfe{±s«i$nT^ , r*«tv^7i-;i/^-r) s Sfet±-N 

H- (CHO u-CHR 7 - (uSOSfelilffllMU R 7 (±tK*J1^ C 
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Z*p\ 7jc^M^ ;\n>f>Jg^ 7x-JK $/7P7'nt";k ^7P^^>;k 
7 5-;k kus?;k k^'J^k i"7#\s—)K J >^-;k ^> 

ku;k -f^^/u;K ^~;k l, 3-^>y^«v-;k 7;kti/-;k 
*fett*;v;tv;u;i/ (£ft&©SttilJftSftT^Tfc<fc^) £gfr<fb£rtk 
(7) 

Hetw (na) s a dib) tfett^ die) (omm i t(Dm.Mm&&*mt 

frs afe-SVNttHe t #>'it (Ilia) N S (Hlb) , & (Hie) s it (Hid) „ 5$ (ill 
e) v 5* (Illf) > S (Illg) > a (Hlh) , ^ (Illi) s (illj) ©-JStt 

©I^Wtib> *F*b<i±s 4-fU^;K 1, 3-S>**$/-2, 3- 
S?t h*D- 1 H- 5 --f V-f > F U;K 6-7HD- 
1, 3 2, 3 -S?t FP- lH-5-^ V^>KU;K 

lH-5-^>^/U;K lH-bT7Vrn[3, 4-d]K'J^>-4H 

X« (vii) (5*^ Q 1 3tts #g^x K*Jg-?fcJ:t)Sljl*nTV^T4)J; 

^ 5 ~ 7 Mofsw^ii^a*fe{± i immmiM^z^tz 5 ~ 7 jt©tiw 

*3»5«a«b^ *t£s - (CHO v-CHR 8 - (vfctOScfcfcfcl 

-;V^^T) n - (CHO w-NR 9 - (wtt0*ftttlOS»4SU R 9 J±?J< 
NH- ( CH2) x-CHR 10 - (xttOSfettlCi»*SU R 10 ^tK*^ 

C!-4T;p^;v*fe(±Mii^nTv>T4)<tv>7x-;i/^^-r) £^-r 0 ) 

Z#\ TklSJ^^ ^p^>J5w\ 7x-;k ^7D7°nh°;K ^7n^=^>;k 
7^;w t:>;^;K t^Ui^k ±7^-;k ^-7^u-;k -o^'^k -f > 
-f$^vy;k ^^-;k 1, 3-^>^y^y-M 7;ktU'-;k 

(8) 

HettfS (na) s 5$ (lib) N £tz&& (He) ©#3g*xOHl»53g^*^-r 

A\ fe^NiHettfa (ma) s it (nib) N ^ (me) s 5t (Hid) s 5$ (m 
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e) N ft (Illf) s 5S (Hlg) s S (Illh) s 5$ (Iffi) , (Illj) (D=M& 

©tifSl^iU $?£b<(l 4-fU^;K 1, 3-V***/-2, 3- 
£>fc KD-lH-5-^ V-Y>KU;K lH-5--Y>#VU;k 

^-1H-5H>^;>J;K lH-^ypta, 4-d]t°U 3- ^>-4-^f 
;K lH-5-^W h £fctt5--f v*>m;;i/-c*Dn 

X« (viii) (S*s Ql 5A»s ^M^^iDm^nr^'T'feit^ffi 
oa*JS?ft^tS 5-7 ^CDfiS*n&£3iai;£ (St»l L < & S»g| 

7 7^;k h°U^;K K^U^n j-7#ls—)W <i >^—)V s -i > 

h*u;K -f^#v;;k 5^-;k i, 3 -^>v*^^-^v-;k 7;i/*-i/=;k 
(9) 

HettfS (Ha) N ft (lib) N sfcfefcijS; (lie) ©ISttOlliSS^it 
£\ feSNiHe t#j£ (Ilia) , 5^ (Illb) „ 5$ (Illc) N ft (Hid) s ft (III 
e) , 5S (Illf) , ft (Illg) N « (Illh) s S (Uli) N tfettS (Illj) ©-» 
©lft*J*SS*^U ^b<(t 4-h°'J^;K 1, 3 2, 3- 

s^t kp-ih-5— rv-r>h*';;K >*v>;;k 6-^pp- 

1, 3-^*3^-2, KD-lH-5--fV^>KU;K l-T-fef- 

1H-5--T >*vu;w iH-tr^v"D[3, 4-d]t: u $$»-4->r 

x#g Ox) (^ qi mmmtt£t)mmtix^xb^5~7 

7 7-;k t:»js>;w t^uy;w ^>^-;k >r> 
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^mmteXZ)^ (I) ©fljimfc^tJ^ (la) 0^tJ0#y£bl>«bT 
(10) 

Het^s (na) s ft dib) N (nc) ©^itt^itmi^a^ii-r 

!&S feSlA&He t « (Ilia) N ft (Illb) , ft (Hie) s ft (Hid) N ft (ill 
e) , ^ (Illf) , ft (Illg) s ft (Hlh) % 5$ (Illi) s Ztzltft (Hlj) 

otliSS^uiflKil 4-t:u^;w 1, 3-^*^-2, 3- 
FP-lH-5->f v>t>ku;k ih-5-^^vj;k 

iH-5--f>#VU;K lH-t:^yn[3, 4-d]f'M^>-4-^ 

x^s (iv) R'^mm^mv, Q6t>\ mmm^izxbmmz 
nx^xb £^ 5 ~ 7 ^(DMm$kmnft&%m^ Q7^\ - (cho p-nr 

nt^tti«);^7i-Mgt)> *fel±-NH- (CH 2 ) ql-CR 4B R 4k - 
(CHO q2- (q 1 & 0 £ 1 D s q2ii0t^Ds R 4a a7K*We 

<r) &m-r) 

7^-;k t°u^;K twj^;k 9-7^-;k ^-7^u-;w -f>^-;K ^> 
(11) 

Het^s (na) N a dib) s die) ©wi4o»Ji^s^a-r 

ft\ ^§UiiHet^ (Ilia) s ft (Illb) N 5$ (illc) \ ft (Did) s Si (ill 

e ) s ^ (nif) s ft (nig) n ^ (urn) s dm) . tfc&ft (nij) ©-lift 

4-£U^;k 1, 3-S^^>-2 3 3 - 
i>b KD-1H-5-- f V^>FU;K 1 H- 5 -4 >^'J;K 6 -7 DP- 
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1, 3-V**P-2, 3-^tFD-lH-5-^V-f>h*'JJK 
;i/-lH-5--f>^;y;K lH-h'7V"D[ 3 5 4 -d]f'M^>-4-^ 

;k ih-5-^W b 'J7^'J;k JfeiiS-^v^'Jwfe^ 

7#\ - (CHO nl-CR Za R 2b - (CH2) n2- (nHiOSfeiilOl 
#&&U n2tt0t$Ds R 2a &ikfjt)§W^|gU R 2b «x tKMM^ Ci-*T 

7 eu^;w k^'J^M i-yf-)^ >^-;k -y > 

(12) 

Het^ (Ila) , & (lib) s £fc&5S (He) ©W(D||©S^t 
fi\ &3l>&He t « (Ilia) ^ 5$ (illb) \ ^ (illc) s 5t (Hid) , 5$ (ill 
e) s 5£ (Hlf) s 5$ (Hlg) s ^ (Illh) > ^ (Illi) , SfclZft (Hlj) 

o^Jf^sssu #i;L<fcJu 4-b:uy;K 1, 3-y^"^>-2, 3- 

^hFn-lH-5-^V^>F'JiK 1H-5--T >^VU;K 6-7DP- 
1, 3-V**t/-2, 3-yt h'D-lH-5-^V^>HU;i/s 
jV-lH-5-^>^;iJJK lH-f7V*D[3, 4-d]K'J $S>>-4->f 
;K 1 H-5 — <>V h utv"u;k *fett5-> f v*^u;i/-c*Dn 

(iv) (S;*s R 1 ****®^**!^ Q6 2p\ 5~7«©|gfP^^ 

- (CH2) nl-CR 2a R 2b - (CHi) n2- (n 1 iiVn 2 *»H-*feH: 
^otWU<O~30»iU R 2a ^7K^JI-?^^U R 2b ^7j<*^ 

t°ij^;K f^u^;i/s >f> 
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(13) 

HettfS (Ha) N 5* (lib) , ttz&ft (lie) <T 
*\ &&U±Re t (Ilia) N 5$ (Illb) , ^ (Illc) s S (Hid) , 5$ (ill 
e) N ^ (Illf) N j£ (Illg) , 5£ (Illh) s 5$ (Iffi) s Zfcltti (nij) 
©»I|tSS«U *?l;L<fcJu 4-t:U^;W 1, 3 2, 3 - 

s;t kp-ih-5--yv-y>H';;k l h- 5 >W)jk 

1, 3-^;t^>-2 3 3-^hKU-lH-5-^V^>KU;K 1-T-fe^ 
1 H-5 1H-K7^n[3, 4-d]fc!D $5?>-4->f 

;k l h-5 -^<>7 h ij7^; u;k Sfcii5-^v^;u;i/^^ 
XM (iv) (S*s R'iftMWF&SU Q6#\ 5-7MOiaSljR*3B 

- (CH.) nl-CR 2a R 2b - (CH 2 ) n2- ( n 1 $3 £ tfn 2 # 0 T'fe D s 

R^jffifcifSJ^P&^u R 2b ^M^^tiTv>T ; fo<tv^Ci-6T;i/^;K £;i^^> 
Ci-4y;i/3^rS/*;i/aK=;i/N ^^yi, - (c = o) -n (-r 2c ) (- 
R 2d ) (R 2o ^j:^R zd i±^ (i) -vMM$nfzfrmtmm~£&&) * ztcizm 

7^-;k tru^;K fc^us^k ^-7^-;k jy^-iw <i> 

KU;k -f^^VlOk ^-;k l, 3 -^>v*^;t^v-;k 7;kti^;k 

(14) 

Hettfa (na) N a dib) s die) ©#»©«j^a^s-r 

*\ &3^fctHe t#j£ (Ilia) N 5^ (illb) , p& (illc) N 5£ (Hid) x A (ill 

e) , 3 (nif) s 5$ (nig) x a dim) N a (iffi) > SfefcfcS; (mj) ©-3g4£ 
©»^*^^U l?$b<^ 4-h°U^;k 1, 3-^**/-2, 3- 
S>fc FD-lH-5-^V-T>FU;K lH-5->f >^VU;k 6-7nn- 
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1, 3 2, 3-i?t PD- 1H- 5— fV-f >PU;K 

1H-5-- f >*VUJK lH-tf^P[3, 4 -d]KU $2>>-4->f 

(iv) (S* N R'jftdGtofrf&glU Q6#\ 5~7JI©f&ft!j^f!t^ 

- (CHO nl-CR u R n - (CH 2 ) n2- (nltf0~3O»iU 
(15) 

Het#s (na) s & dib) s ^fe{« die) (Dmm^wmm^M^mt 

ti\ fo&^ltKe t ifift (Ilia) \ & (Illb) s A (Hie) N 5$ (Hid) N 5$ (ill 
e) , 5* (Illf) > 5$ (Illg) , ^ (Illh) s S (Illi) N (Illj) 

o«*«SSftau ^tb<{±> 4-tru^;K 1, 3-$>tf**>-2, 3- 
yt KD- iH-5--f v-f m-5->f >#vu;k 

1, 3-^*^-2, 3 -^hFn-lH-5-^V^>F^K l-T-fef- 
1H-5 — T >#V'J;W 1H-K77D[3, 4-d]K>J^>-4-'{ 

X^S (iv) R l #*JWr?££U Q6#\ 5~7M©ISffiJ&*3» 

— NH— (CH 2 ) ql-CR 4a R 4b - (CH 2 ) q2- ( q 1 £ .fctfq 2 tt*ft 

*fto~2©«Rfc^u R 4a fcbKj8JS^&iiu R 4b »7jc^Ji^ Ci- 4 t;v^ 
7 7-;k t°u^;K t°^u^;K ^-7^;k ^-7^u-;k -t>t ; -;k ^> 

(16) 
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Het#5£ (Ha) N 5$ (lib) N £fci±5£ (lie) (D^M^OmMM^^t 
frs &3^fcfcHe t#5C (Ilia) s s£ (nib) s 5£ (Hie) x ^ (Hid) , 5$ (III 
e) N A (Illf) s ^ (Illg) s & (Illh) N 5$ (Illi) s &tz&& (Illj) 0=1^14 

(D^mm^&^mu 8f*l<bu 4-tru^;w 1, 3-^*^-2, 3- 
kd-ih-5-^ v^>fu;k ih-5-^>^;u;k 

1, 3-^^>-2, KD-1H-5-- fV>f >KU;W l-T-fc^ 

^-lH-5-^f>^;>J;K lH-t:7^D[3, 4-d]K'My>-4— f 

;k 1 h-5 -^>v" h ut^u;k £fcfcfc5 v^v >;;i^& *k 
X^a (iv) (5$*, R'^Jc^^^HU Q6^MHU Q7^ 

7^-;b N t'Di^K t°^Ui^K ±y^-)W i-yfU-JK J >x~;K <f > 
KU;k ^^VJjk ^-;i/s 1, 3 -^>v*^^-^v-;k 7;i/^-u-;k 

#2BHBfc: «t Mb-£rtl©#?3; U^i: bTtts H»J 1-3 2 2 fcffl*£ftfctfi 
(2 0) N— [1- (4-7'Dt7x-jV) -N 5 - (1, 3-^3=- 

v - 2 , 3 - y t h p - 1 h - 5 ->r v-f > k u ;i/) 
(21) n- (i-^^-3-e^i;yM-N ( 1 h- 5 -4 >^vu 

(2 2) N- [1- (4-7*D ; E^>^;i/) -4-b°^U^;V] -N- (1H- 

5-4 >j;v) r^x 

(8 0) N- (2, 6-^np/<») -N' - <7l/7\ 
(8 3) N- (2-7DD-6-7MD^>^l/) — N 3 - (1, 3-SWf- 
V-2 : 3-^hFD-lH-6-^V^>F';;i/) ^1/?^ 
(9 0) N- (2, 6 -VyfrXviy *?)]/) — N' - (1, 3-SWFV-2, 
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Kp- 1 H— 5->f V-Y 7 K'j^) 7l/T 
(95) N- ( 2 3 6 -^7;v^-n^>^;v) -N' - ( 1 H- 5-^ 
;i>) ^i/7, 

(102) N— (2-^DD-6-7MD^i;jl/) -N' - (1H-5-Y 
>7VU;i/) ^b7 s 

(1 2 6) N- (i-^>^;v-4-t:^u^;i/) -N- (lH-5-^77V 
(12 7) N- ( 1 <>^;i/-4-b°^U^;V) -N- (lH-5-^f77V 

u;i/) t^7«±& 

(1 2 8) N- (1H-5--Y77VU;!/) -N- (4-t'^>^7» 7^ X 
(14 6) N — (1 -^7^;i/^ h^W FD-lH-h'P -N- ( 1 H 

(16 4) N- [ l - (4-7;v^-p^>^;v) -3 - t'^'J^;]/] -N- ( 1 

(221)^^ 2- [3- (lH-5->f t°-oj£>7] 
-2-7 ji-^T-fe^-h 

(2 2 7) Nl - (2-7WDi^) - 2- [3- (lH-5->f>*V 

(2 4 0) N- ( lH-5-^>#VU;i/) -N- [1- (2-^^;i/-l-7 

- 3-t'^u^;]/] r^y 

(2 4 3) Nl - ( 1 H-5-> f >£VU;i/) -N4-7°PhVU-ls 4-^7 

(2 4 6) Nl - (2-7;i/tnxfjV) -N4- ( 1 H - 5 77V U ;i/) 

-1, 4-^7D^W>^7^> 

(2 4 7) N 1 — >7P7°PtVb-N4- (1H— 5—^7 7V U ;]/) -1, 4 

(2 4 8) Nl - ( lH-5--f 7^7* U;i/) -1, 4-^>7Da^>^7^ 
7 

(2 5 9) Nl - (lH-5-Y77V>;;iO -N4-7x-;n^-l, 4 
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( 2 6 0 ) N 1- (5— -N4-7°Pt>-l, 4-^P^ 
(2 6 1) N 1 - (2-7MDx^l/) -N4- (5--f -1, 
( 2 6 2) N 1 -i/^P7D^-N4- (5--fV^ - 1, 
(2 7 3) N- (5— tV*J -N- [1- (4, 4, 4 - h 'j7Jl/tn 

-3-b°^u^;i/] 

(2 8 1) N- (lH-5-f>^;'JJV) -N- [1- (2-**;W*>2- 
;b) -3-K^'jy;i/] 

(2 8 2) N- -N- [1- (2, 4, 6 - h U 7 

;i/^-n^>y;i/) -3-h°^u^;i/] 

(2 8 6) N- (lH-5-0^;>J;i/) -N- (l-7DK^-4-K^<J 
(2 8 7) N- [ 1 - (*y^D7nW^) -4 -fcWJ -N- ( 1 

H-5->^;'j;i/) 

(2 8 9) N— [1- (3-7;i/tD7D^) -4-tw;^;i/] -N- (1 
H-5-^>^VU;i/) 

(2 9 0) N — (lH-5--f >#VU;i/) -N- [1- (3, 3, 3 - h U 7 
;p^-p7°PhVV) - 4 - 1:^ U 
(2 9 3) N- [1- (2-^an-4-7MD^;i/) 
-N- ( l H- 5— f >yv*'j;v) 

(2 9 4)^^ 2- (3, 4-^7;P^D^>5 L ;i/) - 2- [3 - (1H- 

( 2 9 8) N- (lH-5--T>^VJ;W — N— {1- [4- (h'j7MD 

( 3 0 0) N- [ 1 - (3, 4-*?7)]/*W<>V)l/) -3-W)V)]/) -N 
- (lH-5-^>^V'j;V) 
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(3 18)N- (5— fV3V U;i0 — N— ( 1 -7°Db 0 ;i/-4-t g ^U^Jl/) 
( 3 2 0 ) N- [l - (2-x^;i/^;v) -4-t°^»j^;v] -N- (5-^ 
( 3 2 2) N- [1- (3-7MPrDKJl/) -N— (5 

--f v^f-7 iw r^> 0 

^ (I) <D{h-et®%£Vft (la) ©^^©Jl^itfS^ildSffifcbT^ 

ffifd-inffitf^trfenao mun^LT&f^s Ms u>@ts jnb**ax « 

@t^if©^«^©JM, £fe&x-W>I£ s 7VJ^ U>^gf. jg 

«s ^>@£s «s ^>x;i/*>it P -h;i/x>x;v^ 

>Hs ituf-;i4£&m»f^©^s 'J^v^oT^y^fcojgs ftW&ti 
So zft^flM&s tsfctot, mfe&kiHb^h u^a^ *iMb*»j£ 

iUl) ©^McfcU^ (la) ©M©lf±S§$tl^i»t 

(i) ©iouws (ia) (Dfc&mam^mms *©7-tr$#£- 

Jb^oSIji 

#Mk:J;S5$ (I) (DikMfl&kXI^ (la) 0fb^«Tg30^^~A 1 

X« (i) (Dih&m±Z*-& l:fe«fcW;**-A2fcftoT»jregSo 
X« (ii) £fcl±£ (iii) 0ft^tt**-A3C^T8!BgT?&3o 
X#g (iv) CD<b^r«i^= 3 F-A4s 5. 6s *5<tt>*7«oT^-e^So 

xtm (v) ©Yb-&*tt^^-A8(c^oTSSje-c^So 

X#S (vi) ©^«7,^-A 9 ttotglt^^c 
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x« (vii) cD4h&W&z*-J*l Oi^^SIiJ^o 

xtm (viii) (bi^m±**-ki lttotiif^^ 

H e t -NH2 + 0 = C = N-Q1-Z -> 

Het-NH-C ( = 0) -NH-Q1-Z 
X« (i) ©Ibl^i^ T^>Stz»#He t-NH, ( H e t {±tulBT^» b 
^) fc:j3^T\ >f y^7*-rB3!M*0 = C = N-Q 1-Z ( Z ttsuiai?^* b 

7,*-k 2 

H e t — NH2 
H00C-Q1-Z -> 0 = C = N-Q1-Z -> 

Het-NH-C (=0) -NH-Q1-Z 

* )vx ymmmit z-qi-cooh (z i±mmn^.m htz^trnmr^ 

;i##;Het-NH 2 (H e t ttf^T£Slbfert&2ilWC&3) 

^d^^x^s (1) (Dfc^%mm-£g&o MM%T=.v >®m#&%^ 
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J^-A3 



HO' 



B r N cooa 



NaOHaq. 
MeOH 



HOOC 




K 2 C0 3 
MeCN 



NaOH aq. 



Het — NH 2 

WSCHCI 
HOBt«H20 



Het 




H 



DMF 



Wl&s 'J * A) ©#£Tx Br-Q3-COOEt ( Q 3 lilulBt?^ 

(iii) Q4#-O-*£?0 ©fc^*»je*C**o 

Q4tf-NH-Sfcl±-S ( = 0) m--C&4fls-&«U±N T^IWet 

— NH2 (Eetimm'vfemLtzft&tmm-z&z) ±)^ymmmtz- 

Q5-Q4-Q3-COOH ( Z £ £ Q 2 fctfuiB^iS Ufc 1*3 & 2: 

X#S (ii) ©<b#&lfc^ 7^i»et-NH 2 (He t(ifif3tr^ 
W>HitfZ-Q2-COOH (Zfc.ktfQ 
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Het-NH 2 H 
°Y^] AcOH ^ HeK N Y^] 



MeOH 

Xtm (iv) Q 6(±f^U^>^^1-) 0^b^l±, 4-h°H)J K> 

i»7^«Het — NH2 (He ttetmZ*feMLtzft£tmm'e& 
2>) ($lx.fc^ 5 >#V-;i/) 2;*, (fclfctfs p<#y- 



k/N xZ BH3/ p yr k^Sw' 2 



•NH-HCI AcOH 

, rn rw cm" \^ N ^r.7 Z Bh,3/Pyr 

K 2 C0 3 , CH 3 CN Q7 MeQH 

X#S (iv) (5£4N Q 6(±t'^U^>§S1") O-fb^tis 4-b°^U h*> 
l7K«J£« ($J£fc^ j»ftU>>A) CD#^Ts C1-Q7-Z (Q7*«t 

$ttN-^«U 7UMMet-NH 8 (H e t ttt&ffi-CJ&l* L 

§0 
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X^r- A 6 

) Het-NH 2 

:-Q 7 - Z » . S ° 3yMe3N . °Y V > ■" BOH > hAv 5 

K 2 C03,CHaCN, DMF DMSO, Et 3 N f< ,/ Z BHg/Pyr \ / 

Q7 MeOH 



a - Q7 - 2 . ^ — . YY"' Z «yv% 

KgC0 3 ,CHaCN, DMF DMSO, Et a N BH3/Pyr L J 

MeOH 

X#£ (iv) Q6&t:p'J;i^SlT) ©fl^fcfck £f\ (R) - 

(-) -3-b°n U^-M&ittifc^S ^A'^A) ©#ST^ 

C1-Q7-Z (Q7*«tTJtZttluia"CS«bfcrt«i:™T?ft«) (0S*.fcM 

jmmw-'a e t -nh 2 (Eeti±mm-vfemLfcfo&tmmi!fo2>) imz. 

X^-A7 
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Z-NH 2 m 

>- HeK 

BHa/Pyr 
MeOH 



XX. 



Xtm (iv) (£tk Q6ft^^D^^;v§it) ©fb^l)^ 1, 4—> 
^D^t>^> ^x^u^*-;^ 7^iiMet-NH 2 (H 

$y U 7 0-1 0 0U »Sb<tt*?l8 o-c-em^b^h 

o , 

HOsC'^N'^'O''^ H ?\ 1^ tt~ n m 



WSOHCI, HOBT 



2-[ (tert -7* h^r^*;V^-;i/) 7^]ftihHet-NH 2 (Hettt 
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y^^jiT^y t° u f-Mjvjx r x y imm u o ~ 2 5 °c, n 

lb<(iD0°CfN-[3 - (^^jitxj) 7°nt:;i/]-N 5 

7C?ZZk££t)XifiM (v) (a^N Q8s Q10^?-l/>^U Q9& 
-NH-SSt) 0fc^&«£T!$5o Q8s Ql 0#^lx>fcW£i*mb 



DEAD,PPh 3 ,THF N-"\^ 
H 

>fctfX»3-*t\ 7 0~10 0°C S j?$b<tt«8 0°CT?ffitt-f VT$)l%M?L 

ZfbtEO-Q 1 1 -Q 1 2-Z (09* l-^>^l/-4-tFD^>t 
Tf^x^;i/7ys?*;i/#^i/-b*f^ffl**Xi»S (vi) ©tfr&$i£iare§ 

^^r-A^IBS^nfeft^^O^tl^ Het-OH^HO-Ql 1 
-Ql 2-Zfc£H«fc^£tf££fcfc«fcbKire&3o 
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Ts^r—h 1 0 




»e>nfc=ftT^>&a^&»«E (mtk n, n-^wm?^ f) * 

i&S (MZ-tts 7miti- h U ^ A) ©#^Ts 7 0-10 0°Cs 

fc&PU ($J;tfc^ 0-2 5°C, Mb<&0°C) tTs ^*^>-?h 

7A^f FD77>m^ #MBU (m«2 5-8 0°Cs £?£b<tts 6 0 
°C) s MTut^CtlzX^Xi)^ (vii) ^jfeM3^&*(2lrcSS. 

b^7^-^Cl«t?)> SJS^tl^6»s «1-Sd^^T^§o 
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7.*—2x 1 1 

H-Qi 5 -(CH2)y — Z Het Q 15 -(CH2)y — Z 

Het— CO OH *■ Y 

WSC,HOBT O 

R1 

HR1N-Q 16 -(CH 2 )Z— Z Het ill 

Het— COOH >- Y Q 16 -(CH2)z — Z 

WSC,HOBT O 

»>8^*:Het-COOHJ:, 7^ >S§aif* : H- Q 1 5 - (CH 
2 ) y-ZJfcttHR l N-Q16- (CH.) z - Z fcfcfc^jO^&TEi&Stt 
S£fcfcJ;!K X#X (viii) SfcttS (ix) ©S; (I) 0fl3#fc&»5£2;# 

-fb-£tf©Jijfe 

Si (I) S&Xtt (la) 0fli^ftllRho^^BSffitt4Sn (» 
ffifcMl&m) o Vt-oX, S (I) &J;0S (la) Ofb^HtRho^^-- g 
t «fc D i&fr £ ft 3 £ h j&s-C § £ o Rho^-^ffcJ;!3M 

#2gUifcJ:ftfc^ Si (la) cD{b^t/§»±I^^ft§Sf*^^^tlffifLM 

fctt-^-r 5 £ t & Rho if t «k t> gfcfr & n 5 ^Eo^^s 

#H#t£ft&o 

?&©£#>©, Si (la) ®{^©^«^tiSo 

Rho & ©e/^;v§^(j-TrS'l»^ft N ?Sfrfb£ft 
fcRhoftROCK/Rho^t-^ Itl±7^ h >^£^ Its W 
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$j TO £ & M T £ L T V ^ £ h # & i? fc £ fix V ^ ( ICKimura et al., Scienc 
e, Vol.273, No.5272, pp245-248 (1996 );Kureishi et al., J.Biol.Chem.,Vol.272, No.19, p 

P i2257-6o(i997)) 0 mmmtm^Bm, m>m. mmmm, 

TV^ (M%. f^N iffi&BE : AP.Samlyo et al., Rev. Physiol. Biochem. Pharmacol., Vo 
1.134, pp209-34( 1999k US'Mfi! : Shimokawa et al, Cardiovasc.Res, Vol.43, No.4, 
PP 1029-39(l999);Satoh, H., & Kawahara, K : Jpn. J. Pharmacol., 79 (suppl) : 211P, 

i999 N mihmm® : feMnms m«h s '.ms7mBmmn^m^mm 

: 153, 1998; N. Ono et al., Pharmacol. Ther, Vol.82, No.2-3, PP 123-3l(l99l);Shimo 
kawa et al, Cardiovasc.Res, Vol.43, No.4, ppl029-39( 1999k Ifr^ll : Andersso 
n, K. E. & Stief, C. G. & World J. Vrol.l5,14-20( 1997)) „ 

^jfliBEfifcHtT^ RocK/Rho+t- ypi^j{±. mmm&mstE. 

7y h (SHR) s — Wtti^ifilE^ y K $5 «k U^^i Deoxycorticosterone acetate 5 
y h (DOCA 5 y h ) tl j3V>T^ JEfMI#W?"3 (Uehata, M, Ishizaki, T. et al. : 
Nature, 389 : 990-994, 1997 )*, 

9 3/0 5 0 2 1, WO 9 5/2 8 3 8 7) „ g;fc N R h o epiggijfci, 
#Wfclffl0JU in vitro C^Tfc PAFfciS chemotaxi 

s ^mmmmizmutzmmm tujv^-, m ■. 943, 1998, mmnm, s 

: B#«^$tf£, 37 : 196, 1999)o R h O *i—*&l± QjUl^CD 

g&jg#Wfc|ISbTfci\ ROCK/Rho^t- Vm^fflte, in vitro fc^T 

#fftE&^"f 3 (Kanchan Chitaley et al. Nature Medicine, Vol.7, No.l, 119-122( 2 
001)) c 

mm, ^mm^ da) ©^tittaM^Pisf^^j: 

mftMn^J3M« (^asW^J2^J;^5#FS) o 
tot, *M©5$ (I) ££^5$ (la) ©ft^rtl^mJE^ M (#12. 
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Situ ttlg*s «£©B!Mfb hv* h7 7^n-M) s * 

<Drimm(DmmMM(D^X -iv^t LrmmLX^ & (P.Keely et al., Trends C 
ell Biol.Vol.8, No.3,ppl01-6( 1998) ;K.Itoh et al., Nat. Med., Vol5, No.2, pp221-5(l99 
9)) o 

mmmmu.m<Dm&, gB&^iu jSBflacD?^«i^b a:flH«»tiiP*^^ #ffi 

bW3 (HltfS^Vol.l7,No.7(l999)) 0 

itrmm, m^mmmmo Gimtpb smmn tn#bT^s(Yamamoto, m., m 

ami, N., Oncogene, 8 : 1449-1455, 1993) 0 £fes Dbl & 2f CD^JtfeT^R ho7 
T ^ U — (D GDP - GTP £t&ER^& & ^ fc#36B£ftfe(Hart, MJ.,Eva, A., Nat 
ure, 354 : 311-314, 1991) 0 £jfev Ras ©fifg'fKS^TtfrE^ Rac ^>R h o*»?St4 
ft 3 £ £ #BJ3 h 1 & o fe ( Ridley, A. J.& Hall, A. : Cell, 70 : 401-410, 1992) 
c S fc N Rac^Rho if Ras ©T$Sfc* ^ X Ras £ «t 5SMS0lH4'fb b 
T^S^fBt£#^£*!/W5(Qui, R. G., Chen, J., et al, : Nature, 374 : 457-459, 
1995., Qui, R. G., Chen, J., et al, :Proc. Natl. Acad. Sci. USA, 92 : 11781-11785, 199 
5, Khosravi-Far, R., Solski, P. A., : Mol. Cell. Biol., 15 : 6443-6453, 1995) Q Ufes 
R 0 C K/E h o *j—gmmM (Y-27632) iCcfcDRhofr^ROC K^(DB 
Jg§«tt'fb(cH#bTV^Cl h«BJ3£tlfc(Sahai, E., Ishizaki, T.,: Curr. Biol., 
9: 136-145, 1999 ) Q 

$ * *y > m t % nzmmir % w$m ^ vi-MRS&k t <t d mes n-c * b > r h 

SB^&ftT M a (K.Itoh et al., Nat. Med., Vol.5, No.2, PP 221-5 (1999 );P.Keely et al., 
Trends Cell Biol. Vol .8, No.3,ppl01-6( 1998)) o 
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bTl> % d ^ & IR££ flT ^ -S (Yoshioka, K. ; Matsumura, R, : J. Biol. Che 
m., 273 : 5146-5154, 1998 )„ ROC K/R h o *i~~WR^M (Y - 27632) fc 
i^Rho^^RO C K'MOj&fc* Hit § £ h^cn^cDgS31iJ^»J^n 
§ £ t ft s ^£tlT V> 3 (Itoh, K., Yoshioka, K., : Nature Med., 5 : 221-225, 1999) „ 

t^oTs (i) ^.ttrs da) (Dfc&mi-m. moum-m®, m 

wait 

Rho GDiy ^^T^hV^^t^^TffllPf^^to^nfe (Oncogen 
e,1999;18(39):5373-80) 0 

M^nfcR h o H:R 0 C K/R h o ^t- Hfci±T£ M#S/ 

999;88(l);148-54) « 

RholiHGFv iHfcLDLs J&/>fc & 3 l^fcfcN a - H5JH£^bT 
W^tH^ bT (Mol.Cell.Biol.l995;15( 2) :1110-22; J.Biol. Chem.l999;274 43) 
:30361-4; J.Biol.Chem.,1999;274( 40) :28293-300; EMBO J.,1998;17( 16) :4712-22) 0 

mm,- *mw<D& (i) *5<tt>-^ (i a) <Dih^mm&mmwj%%%~?% 
^ots *iBffl©s; (i) £<tra da) ©fl^tu^ iMtt^^ m>\m 

tm 6 frte&flT^ 3 (K.Naka et al., Blood, Vol.90, No.l0,pp3736-42(l997)) o 
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mm, s (i) ^tra da) <Dfc^&&m&ffim%m&&%'rz 

fo^ (I) £,£#5* (la) «s PffiJ* 

So 

^glk hn-^J&^W^ iWP&l^bTtts £#80 («k ill 

^) s mxm, mk m&mmi ^-rm ^ mmk mmk mm 

ztnb(D&Mmmiz, mnm^nr^&mmk mmnk m&nk mmk 
m&m, mmk mmnk mmk fumk mmmmmm^m^xnmiz.xy)m 

>*s j»b;i/:y^A, ^i»;i/^e;As r^hij>^ fg^Jt bTtt 

;i/-fe;i/P-* N ^UbT-;i/KnU F>#\ i^Jtbttl «jHf^^> Xrr 
7'j>i7ni"!?As ^ux^v>^U3-;k tttWtf^ha^f^ 

HfrSS&lfc-rs^fcJu mmk fcfcitfcfs ^at -Iz;i/p-;*Sk d 
-T>-h-;K ^;i/f-h-;K r^F7X y'VTViS, ^ s t;i/3t*— 

hits ^^>^s ^hit>$i, ^^>m, Y^yftkm. T^^r^Km, * 
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ttSB) > 7 (B«J!i*±M) SWPfcf&ftSo 

jg^ffl^s^fc^^So (i«i©fefe*7i 
m±mm*o- 1-10011% ^b<& i~5omm%mmx%>& 0 
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£ 1 0 1 0 £ tc &m® tftVX&l** 3 £1 1 #1! § 5 o 
H jflt 0J 

IWJ1 :N- - N' — (2, 4, 6 - h 'Jj?PP7x" 

2k) fri^ 

4-7^t'J^> (5 0 0mg, 3. 56mmol) t2, 4, 6- h V P 
DD7xrMV^7^-f h (5 0 3. 6mg, 3. 5 6mmol, 1. Omo 
leq. ) *h;i/X>fc*i»U 1 1 0°CtT3^P^t#bfeo 

(8 19mg> 8 6. 6%) ft^fe. 
MS m/z : 3 1 5 1 H — NMR 6* : 7 . 43 (2H, dd, J=l. 7, 
4. 9Hz), 7. 62 (2H 3 s), 8. 35 (2H, dd, J=l. 7, 4. 
9Hz) : 8. 48 (1H, s) , 9. 45 (1H, s) „ 
gjj2 :N1- -2- (2, 6-^Pt-4-7W7 

2, 6-^7°Df-4-7MD7i;-Jl/ (lg, 3. 70mmol) 07 
-fe r - h V)Vffi6i£-&Bt1iV*7J» (6 14. 4mg, 4. 4 4mmol) fc:/p 
AM^^;i/(0. 4ml, 4. 0 8mmol)eni 8 OXIfciT 3KfB8«# 

bfeo 

jgJfc&MBESSbfco i6MciS§*5A7n-?h777^- [»U 
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^nn$M] ictSm ffifi^0«fb£-t) (1. 12g, 8 7. 
6%) £f#fco 

MS m/z : 2 6 6 'H-NMR 6:4. 59 (2H, s) , 7. 29 
(1H, s) , 7. 3 0 (1H, s) o 

*;1>5^>;WM 1 9 1 • 6mg, 0. 5 8mmol)0^WM7^ 
K$&$ftfc4-:P^ t!US?> (50mg, 0. 53mmol) hWSC-HCl 
(126. 2mg, 0. 64mmol) ftf,VKlHOB t • H 2 0 (8 6. lmg 
0. 6 4mmol) £5n;Ls £$&£T 483PM# bfeo 

CTfSS^ ^^©Sj^b^tJ (12 2. 4mgs 8 6. 6%) £l# 

fee 

MS m/z : 4 0 4 1 H-NMR <5 : 4 . 66 (2H ! s) , 7. 34 
(2H, s) , 7. 16 (1H, s) , 7. 58 (2H, dd, J=l. 7, 4. 
6Hz), 8. 57 (2H, dd, J=l. 5, 4. 9Hz) 0 
SMLg : N 1 - (4-h°U^;i/) -2- (2, 6-^PP7i;^» 

2, 6-y^DD7i;-JKlg. 6. 1 3mmo 1) ©T-fe h- h 
«fcj(fttt*U«>A (1. 0 2g, 7. 3 6mmol) k7*nAffgt^f;Ml. 
12g, 6. 75mmol) fciniU 8 0 °C(CT 3 B3Wi# bfeo 

#^feiS^7A^n7f^77^ - [^IJMJK 7DD*M] CTtt 

O^Tl0#F«#bfeo 
SJftHTiK SJsKiSliU 5 %«7jc«^TM(3 bs ffBifJl/CT 

w m b fc 0 sxf;n & s ^ksviaffl^fek t u mm± v u •> a kit 
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J&iil^s ilSiJigS bfeo- If * 7 A ^ D Y h ^ 7 7 ^ - OU 

#^;K ^dd»] CTHSSS^x (1. 08g, 

7 9. 4%) ^#feo 

A^^^Vft (129. lmg, 0. 5 8mmol) 0^^f»A7^ 
F«4-7Uf'Ji;> (5 Omg, 0. 5 3mmo 1) fcWSC ■ HC1 
(118. 8mg ) 0. 60mmol) &£>lMlHOBt • H2O (86. lmg, 
0. 6 0mmol) &JP;L S«fcT4Kflffl»#bfeo 

CTffi^ tofi^cDSm^tJ (15. 5mg s 10. 0%) £f#fc 0 
MS m/z : 2 9 7 'H-NMR 5:3. 74 (2H 5 d, J = 2. 7H 
z, CHI) 3 7. 2 4-7. 3 0 (3H, m, Ar-H) □ 
jjj4 :N1- (1, 3-S?*-fry-2, 3 Hp- 1 H- 5 ->f V>f > 
L!2ik) -2 3 - (2, 6-^^PP-4-7MP7i-;t/) r-fe^S f* 

2, 6 -^7PP-4-7MP7i;-;v®7-k h- h u;i/jS«tiaR* 'J 

7At7nA»f;^jii^ 8 0°cizT3mrsnnLtc o 

|#6^feSS§*7A7nTh777^f - [S/U*y;W ^PP*^A] £T$f 

3. xt)V{£(Dx.# J 1 0 %7.kiMb7 u b U «> AzK**&SP^n «8 
0°C(IT lB#W#bfeo 

ftHmbfeo 7j<SOTln^7Kic:T»U M^hU^A^T 

«W§Sbfe» |f^felSt*7A7PYK77^ - [»U 

ft;i/*^>;Wfc ( 1 6 2 . lmg, 0. 6 8mmol)C^»M7^ 
FiSt4-7^77^MU* (lOOmg, 0. 6 2 mm o 1 ) S C • 
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HC1 (146. 5mg, 0. 74mmol) ftOTHOBt ■ H 2 0 (10 0 
m g , 0 . 7 4mmol)m ifitt 4 8f-»# b fe 0 

-;!/] fcTJRSHSk ffiSISB©gSMb£*l (4 0. lmgs 17. 0%) mtc 0 
MS m/z : 3 8 3 'H-NMR 6:4. 6 8 (2H, s) , 7. 61 
(2H, dd, J=l. 2, 8. 3Hz), 7. 78 (1H, d, J = 8. 1H 
z) , 8. 01 (1H, dd, J=l. 7, 8. 1Hz), 8. 01 (1H, d 
d , J = 1 . 7 , 8. 1 H z ) , 8. 23 (1H, d , J = 2 . 0Hz), 10. 
70 (1H, s), 11. 25 (1H, s) o 

: N 1 - ( 1 , Z-Vir*V-2, 3 - V b F P - 1 H - 5 W > 
HJJjlj - 2 3 - (2, 6-^PP7i;^» Z^£_Lif 

rc^^l/flc©^* y 1 o %7kmfci~ h 'J A***&inAN fl-SB 8 

0'C[:tl»bfe. 

( 1 4 9 . 9mg 3 0. 68mmol) 
K$6ftfc4 -T ^ J 5 K ( 1 0 Omg, 0. 62mmol) hWSC- 

HC 1 (146. 5mg, 0. 74mmol) feOTHOBt ■ BhO (10 0 
mg, 0. 74mmol) SJP^s iItt4fifM»ttl/fe. 
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«St«^ if£gll©«fb^tl (6 3. 7mgs 2 8. 3%) 
MS m/z :3 6 5 'H-NMR 6:4. 71 (2H, s) , 7. 24 
(1H, t,J = 8. 5Hz),7. 54(1H, d, J = 8. lHz),7. 
54 (1H, d, J = 8, 1Hz) , 7. 80 (1H, d , J = 8. 3Hz) , 

8. 02 (1H, dd, J = 2. 0 3 8. 1 Hz), 8. 24 (1H, d, J = 
2. OEz) , 10. 70 (1H ; s), 11. 245(1H, s) Q 
»J6 :N- (1, 3-^^7-2, 3 -^b Kp- 1 H- 5 -4 V4 > K 
U;i/) -N' - (2, 4, 6-hU^PP7x-;V) frl-T 

5-7^7^MU* (lOOmg, 0. 62mmol) £2, 4, 6-h 
iJ^DP7i-JWV'>^^ b (150. 9mg, 0. 68mmol) SfiV 
x>fc$gfrU 1 1 0°CCT4l$M#bfco 

(143. Omg, 60. 4%) £f#fc 0 
MS m/z : 3 8 4 'H-NMR 6:7. 74 (2H, d, J = 2 0. 0 
Hz), 7. 77 (2H, s) , 8. 03 (1H, s), 8. 52 (1H, s), 

9. 6 9 (1H, s) , 1 1. 1 3 (1H, s) 0 

mmmi :N1- (4-h'U^;i/) - (E) - 3- (2, 6-^PP7x- 

2, 6-^7PP^>7-vJ/77^y F (126. 8mg, 0. 5 8mmo 
1) 0^^fMM7^'i»4-7^7f'J^> (5 0mg, 0. 53m 
mol) hWSC-HCl (126. 3mg, 0. 5 8mmo 1) &t>mzRO 
B t • H2O (50 Omg, 0. 5 8mmo 1) WlUTis MUizX 4 bfec 

£>tlfe|§S£:*?^A#P V h^7^- [^'JWJK 7PP*Jl/A-^^7 
-;i>] ttllts »lfiagg0»fb-&® (8 1. 9mgs 5 2. 6%) £t#fc 0 
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MS m/z :2 9 3. 1 H — NMR 6 : 6 . 9 4 ( 1 H, d , J = 1 6 . 
1Hz) , 7. 32 (1H, t, J = 8. 1Hz) , 7. 48 (2H, d, J = 
8. 1Hz) , 7. 75 (2H, dd, J=l. 5, 4. 9 Hz) , 7. 86 
(1H, d, J=l 6. 1Hz), 8. 42 (2H, dd, J=l. 7, 4. 9 
Hz) o 

mmmS :N- (2, 6-^7MD7irjl/) -N' - (4-b°U^;V) W 
Z 

4_ 7 5;^ij^> (lOOmg, 1. 06mmol) 2 , 6-^7;i/tn 
(18 1. 3mg, 1. 17mmol) 4h;n>l:S 
frU 1 1 0°Cl3T4Nf^#bfeo 

SHb-&$a ( 2 4 9 . 3mgs 9 4. 3%) £l#fco 

MS m/z :2 4 9. 1 H — NMR 6:6. 95 (1H, d, J = 8. 3 
Hz), 6. 97 (1H, d, J = 8. 1Hz), 7. 19 (1H, t, J = 8. 
3Hz), 7. 48 (2H, dd, J=l. 5, 5. 1Hz), 8. 31 (2H, 
dd, J = l. 5, 4. 9Hz) o 

^MM9 : N- (2, 6-^PP7i^) -N ? - U-tf'JSW fr^T 
4-7^f'Ji;> (lOOmg, 1. 06mmol) £2, 6-^OH7 
i-MV^>7^-f b (2 19. 7mg, 1. 17mmol. ) $h;i/x>Ci 
frU 1 1 0°C(3T4^p H 1fIi#Ofeo 

M-fb-^* (2 6 2. 2mg> 8 7. 5%) £l#fco 

MS m/z :2 8 2. 1 H — NMR 5:7. 20 (1H, t, J = 7 . 
8Hz), 7 r 39 (2H, d, J = 8. 3Hz), 7. 49 (2H, dd, J 
= 1. 7, 4. 9Hz), 8. 31 (2H, dd, J = l. 5, 5. 1Hz) 0 
CTJ?']10:N- (2, e-^^VT'PWx-jV) -N J - (4-bU^ 
;V) 71/7 

4-7Vt M J^> (lOOmg, 1. 0 6mmol) £2, 6-iMV7°P 
t:;i/7x-;i/-f Y (2 16. Omg, 1 . 0 6mmo 1. ) * Wl/x 
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m^tl(9 4. 3mg, 2 9. 9%) £f#fc D 

MS m/z : 2 9 7. 1 H — NMR (5 0 0 MHz) 6 : 1.21(12 

H, s) , 3. 16-3. 22 (2H, m) , 7. 19 (2H, d, J=8. 0 
Hz), 7. 30 (1H, t, J = 7. 9Hz), 7. 49 (2H, d, J=6. 
1Hz), 8. 30 (2H, d, J = 6. lHz) D 

mmmn :n- (4-^^71^) -n 3 - iA^^l^M fr^y 

4-T^yt°U^> (lOOmg, 1. 06mmol) t 4 - * h*is? x~ 
WVW'f K15 8. 5mg, 1. 0 6mmol) §hJVx>ti^U 

1 1 o o c\zr4mmnnLtco 

Bfli^ft(2 2 3. 7mgs 8 6. 4%) £f#fco 

MS m/z : 2 4 3. 1 H — NMR 6:3. 77 (3H 5 s), 6. 8 
7 (2H, dd, J = 2. 1, 6. 8Hz) , 7. 32 (2H 5 d d , J = 2. 

I, 6. 8Hz), 7. 50 (2H, dd, J=l. 5, 5. 1Hz), 8. 3 
0 (2H, dd, J=l. 5, 5. 1Hz) 0 

mmm 12 : n- (2 , 4-^»pp7i-^) -n 3 - u-eu 22k) 6_k 
z 

4-7?;^J^> (lOOmg, 1. 06mmol) t2, 4-i?^nP7 
x~;W V*s7%4 r (219. 7mg, 1. 1 7mmo 1, 1 . 1 eq. ) & 

P > n » u 1 1 o °c \z x 4 m mmn b & «, 

mfc&Wl ( 2 7 9 . 6mg, 9 3. 3%) 

MS m/z : 2 8 2 1 H — N.MR 6 : 7 . 3 1 ( 1 H , d d , J = 2 . 4 , 
9. 0Hz) , 7. 48 (1H, d, J = 2. 4Hz) , 7. 53 (2H, dd, 
J=l. 7, 4. 9Hz), 8. 17 (1H, d, J = 9. 0Hz), 8. 33 
(2H, dd, J= 1 . 7, 4. 9Hz) o 

mrnmi s : n- (2, 6-^pp7x^) -n 3 - (iH-5-^>ffV 
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$-7^Jj (lOOfflg, 0. 75mmol) t 2, 6-S^P 

D7i-MV^7^h (155. 3mg, 0. 8 3mmol, 1. le 

q. ) §h;n>t»u 1 1 o e c\zx4mmmnhtzo 

JBfc-&»(2 3 2. 6mg, 9 6. 5%) £*#fco 

MS m/z : 3 2 1 1 H — NMR 5:7. 29 (1H, d, J = 8. 8H 
z) , 7. 33 (1H, dd, J = l. 7, 8. 8 Hz) , 7. 45 (1H, d, 
J = 8. 8Hz) , 7. 52 (1 H, d, J = 8. 8 Hz) , 7. 89 (1H, 
dd, J = l. 7, 8. 8Hz), 7. 96 (1H, s) , 8. 14 (1H, 
s) , 8. 8 6 (1H, s) o 

jijl 4 : Nl - ( 1 K-5-J>W))l) - 2- (2, 6-^PP7i 

2, 6-y^DD7x; h - h u U ^ A t 7*daS 

K^^VftiPAs 8 0°C(CT3B#P B 1}f#bfeo 

f&£nfea2E&*7£#nv h^7^f- [^U*^;k ^PO^M] tTH 
x^r«x^7-;i/»i: 1 0 % 7 J«b^ b >J £A#*f*&Jn*.s »8 

*;i/^df-^;H* ( 1 8 2. 6mg, 0. 8 3mmo 1) ®^f»A7^ 
M§it5-7^7^>^V-;V (lOOmg, 0. 75mmol) tWSC- 
HC1 (178. 4mg, 0. 90mmol) 6 tffc H O B t • H2O (12 1. 
8mg, 0. 90mmol) £flnx, Sfitt4HWlfe. 
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Ctilts ^^©IIM^tl (19 8. 5mg, 7 8. 7%) £f# 

fee 

MS m/z :3 3 6 1 H-NMR 5:4. 64 ( 2 H, s ) , 7. 23 
(1H, t, J = 7. 8Hz), 7. 49 (1H, d, J = 8. 8Hz), 7. 
53 (2H, d, J = 7. 8Hz), 7. 53 (2H, dd, J=l. 7, 9. 
0Hz) , 8. 04 (1H, s) , 8. 17 (1H, s), 10. 06 (1H, 
s) , 1 3. 0 0 (1H, s) o 

lltl 5 : Nl - (lH-5-f>^;'J;V) -2 - (2, 6-^PP-4 

2, 6 -^7np-4-7Mn7i;-;i/©7t h - h u;i>**fclftK# U 
e;Ai:^riASK^^;i/*Jn^ 8 0°CicT 3B#W#Lfeo 

^6tijfeSSS*7A^Dvh^77^- [j/'J*Wk 7nn^M] \z.TW 
i^fJl#®x^-MS«(: 1 OVo&mfci- h y £A*$8*£j&[J;^ »8 

im&i, M^SE^bfeo ll^fel2S*7A7DYF777^- [S/U 

*M^^;W* (19 7. 4mg, 0. 8 3mmol) ©^^fMM7^ 
FiS^K: 5-T^ J A ( 1 0 Omg, 0. 75mmol) fcWSC • 

HC1 (178. 4mg, 0. 9 Ommo 1) ftfeVtHOBt • H 2 0 (12 1. 
8mg, 0. 90mmol) £Jn>U ISfct4W#bfeo 
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KTttflH^ &6*gil®&®ffci-&«l (2 10. 2mg, 7 9. 1%) £t# 

MS m/z : 3 5 4 1 H-NMR 5:4. 62 (2H, s) , 7. 49 
(!H, t, J = 8. 8Hz) , 7. 53 (1H, dd, J = l. 7, 8. 8H 
z) , 7. 59 (1H, s), 7. 61 (1H, s) , 8. 03 (1H, s), 
8. 16 (1H, s), 10. 06 (1H, s), 12. 99 (1H, s) Q 
lli 1 6 : N 1 - ( 1 H — 5 — > ffV U JV) - 2 - ( 2 , 4 , 6 - h U g P 
P7 xV T-feff g If 

2, 4, 6- h 'J^nP7x;-M7t h-h y;i/»«fc&K;&y£Afc:/ 
PAfi^^^^P^s 8 0°CtCT3^W#bfe o 

ffi&gL «£MJ±^-£bfcc f?»M4^7A^nYh^77^- [»y 

(1 0 5. 4mg, 0. 41mmol) OWf;i/*Jl/A7^ 
F}«5-7^-f>^;-JV (5 0mg, 0. 3 8 mm o 1 ) tWS C • H 
CI (89. 2mg, 0. 45mmol) fc£WcH0Bt • H 2 0 ( 6 0. 9m 
g, 0. 4 5mmol) §fitT4^1#bfec 
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CTttSS&s Ifi^ffllE^I (7 5. lmgs 5 4. 1%) fcftfeo 
MS m/z : 3 7 0 1 H — NMR 6:4. 65 (2H, s) , 7. 49 
(1H, d, J = 8. 8Hz) 5 7. 52 (1H, dd, J=l. 7, 8. 8H 
z) , 7. 75 (2H, s) , 8. 03 (1H, s) , 8. 15 (1H, s) , 
1 0. 0 8 (1H, s) , 1 2. 9 9 (1H, s) 0 

gffijl 1 7 : N 1 - ( 4 - g U 22k) - 2~ [ (2, 6 - ? P P 7 i^) 2 

2, 6-^^PPft7x7-;i/(3 0 0rag, 1. 6 8mmol) ©7th 
-h U;W&M£$@£#>;<>A (2 7 7. 8mg 3 2. Olmmol) t^DAl 
@g^;MO. 2ml, 1. 8 4mmol) 4J)0^ 8 0 "OCT 3 ftlSI&tt bfeo 

^fentassA^A^D^h^^^ - [^u*m ^dd^a] ecu 

x.Zr))/fc<D** S-ft&WLk 1 0%zK^{b^h U (5 0 0mg 3 

3. 5 6mmol) SflD^ *MB8 0°C£T 1 M?f#Ufco 

*y;K 7Dn*il/A] fcT»»«N jR€S*Sao*Jl/sP*^;i/#: (3 6 0. 2m 
gs 8 6. 6%) %mco 

•ft (5 Omg, 0. 53mmol) 
H4-7^K>J^> (138. 5mg 3 0. 5 8mraol) tWSC-HCl 
(118. 8mg 3 0. 6 Ommo 1) S^WlHOB t • H2O (8 6. lmg, 
0. 6 Ommo 1) £Jn>L SM^T 4B#KflB*bfco 

Klits ^M&^OlfeM^tJ (2 6. 4mgs 15. 9%) 
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MS m/z : 3 1 3 1 H-NMR 6 : 3. 7 4 (2H, d, J = 2. 7, 
CH2) , 7. 24-7. 30 (3H, m, Ar-H) 0 

n- (2-^pp-6-7mp7x^) -n 3 - u-eus? 

6 -7Jl/^-Dgm« (lOOmg, 0. 5 7mmo 1) (DY)l 
i>iili7^b^7irji/7t^7t'JJP (0. 15ml, 0. 6 9mmol, 
1. 2eq. ) kh'Ji^7^> (0. 1ml, 0. 69mmol, 1. 2e 
q. ) 1 1 0"CfcT6 O^-II^bfco 

*©&n 4-7^;^'j^> (64. 7 m g , 0. 6 9 mm o 1 , 1. 2e 
q. ) JiDMF^iais 1 1 0°CKiX2mmffiftLtzo 

tt®bfec ^HCD^S-fb^ (10 1. 5mgs 6 6. 6%) tntco 
MS m/z :2 6 5. 'H-NMR (5 : 6 . 0 8 ( 2 H, d , J = 5 . 3 
7Hz) , 6. 73 (1H, t, J = 5. 37) , 7. 34 (2H, dd, J = 
1. 58, 4. 88), 7. 38 (1H, dd, J=l. 22, 7. 32), 7. 
51 (2H, d, J = 7. 81), 8. 28 (2H, dd, J=l. 71, 4. 
8 8), 8. 8 4 ( 1 H, s) o 

4-T^y b°U^> (1 0 Omg, 1. 0 6mmol) t^D^>MV 
*/T*<i Y (14 6. 3mg, 1 . 1 7mmo 1) £ h;W£>fcjgfrU 1 1 0 

ifl3^i(2 16mg, 9 2. 8%) ftfcfco 

MS m/z : 2 1 9 'H-NMR 5:1. 13 — 1. 36 (5H, m) , 
1. 52-1. 55 (1H, m), 1. 63-1. 68 (2H, m), 1. 78 
- 1. 82 (2H, m) , 3. 42-3. 5 1 (1H, m) , 7. 96 (1H, 
s) , 8. 14 (1H, s) , 8. 8 6 (1H, s) „ 
mum 2 0 : N- [1 - (4-^^71-^ £±M -N 3 - ( 1, 
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**V-2, 3 - ^b PP- 1 H- 5—i v-f y l Uik) 

4 — T 5. y 5. F (lOOmg, 0. 62mmol) ^4-7^^71 

-;px^;i/-f V%>?%4 b (15 3. 4mg, 0. 6 8mmol 3 1. Oe 
q. ) ^b;yx>t^U 1 1 0°C(CT4B#F B W4bfeo 

®fb^tJ(6 2. 5mg, 2 6. 1 %) fc^fco 

MS m/z : 3 8 8. 'H-NMR (5 0 0MHz) 6 : 1.21(12 
H 3 s), 3. 16-3. 22 (2H, m) , 7. 19 (2H, d, J = 8. 0 
Hz), 7. 30 (1H, t, J = 7. 9Hz) , 7. 49 (2H, d, J = 6. 
1Hz) , 8. 30 (2H, d, J = 6. lHz) Q 

^»J2 1 :N- ( 1 -^>^;V-3-b'^U^;i/) -N (lH-5--f>^V 

N-^>^I/-3-f^'J F> (18 6. 5mg, 0. 8 3mmol) C s 5 
-7^-^^;-Jl/ (lOOmg, 0. 7 5mmol) m 

>3>7l/y^ (0. 08ml, 0. 8 3mmol) %MtLs SfiKT4l^ffl 

*;i/A-^y-;i/] tTliM^s ftf^Mo^Mfl:^ ( 1 7 8 . 7mg, 7 
7. 7%) £t#fe 0 

MS m/z :3 0 6. 1 H-NMR d : 1 . 40—1. 60 ( 3 H , m) , 

1. 70-1. 80 (2H, m) , 2. 10-2. 50 (4H, m) , 3. 45 
(2H, s), 3. 16-3. 22 (2H, m) , 6. 75 (2H, dd, J = 

2. 4, 11. 2Hz), 7. 15-7. 28 (1 OH, m) , 7. 78 (1H, 
d, J = 0. 7Hz) o 

mmm 2 1 QjbgM®M®M$ 
mum 2 i<Dih&m%im-**;--Mzmfru rn.rn.-ei smmmhfefe 
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«#'J2 2 :N- fl- (4 -7°P^^>^;i/) -4-tf^-'J^;H -N- (1 

H-5-^yvj;i/) 

)«> ■ 1 7 J<» • «^ ( 1 0 Omg, 0. 6 5mmo 1) 2:4- 
7D^>^;i/7D7^ p (16 2. 7mg, 0. 6 5mmol, 1.0 e 
q. ) ©T^f^h'JJI/giCW'J^A (18 0mg, 1. 3 0, 2. 0 
eq. ) mutts I?attl7RPWbfec 

fa&ft&tf-'f 5-7^^>^V-;V (6 9. 3 3m 
g, 0. 52mmol, 0. 8 eq. ) ft;&n*.s IMt (-») SJDASfiC'r 
5^lffljjl#bfeo *^Tn U^>n>riy^^^ (0. 8ml, 0. 7 

8 mm ol, 1.2 eq.) £in£s SfflfcT4I^H«#bfeo 

^A-^;-Jl/]i:t« &HMb£«(13 1. 2mg, 5 2. 4%) 

MS m/z : 3 8 5. 1 H — NMR 6 : 1. 43—1. 46 (2H, m) , 
2. 02 (2H, d, J = 1 2. OH), 2. 12 (2H, t, J = 9. OH), 
2. 79 (1H, d, J = 9. 0 Hz) , 2. 82 (1H, s), 3. 23-3. 
28 (1H, m) , 3. 43 (2H, s) , 6. 73 (2H, dd, J = 2. 2, 
7. 8Hz), 7. 15 (1H, d, J = 8. 3Hz), 7. 19 (1H, d, 
J=l. 0Hz), 7. 22 (1H, dd, J=l. 0, 9. 5Hz), 7. 3 
8 (2H, dd, J=l. 8, 6. 6Hz) , 7. 80 (1H, d, J=l. 0 
Hz) o 

mnW2 3 : N-r 1 - (3 - r/P^V^) -4-b^U^;i/]-4- ( 1 H 
-5--f LgVUjL) ^> 
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h*> • lfrffiW-femM. (1 0 Omg, 0. 6 5mmo 1) £3- 
7 , D^>^V/OT^ F (16 2. 7mg, 0. 6 5mmol, 1.0 e 
q. ) 07t h-h'J^SttfcKiftA'J^A (180 mg, 1. 30, 2. 0 

eq. ) mwz-s ^mzximmmn^tzo 

^fenfe^-f ;i/CD^^^-;i/**t:s (6 9. 3 3m 

g, 0. 52mmol, 0. 8 eq.) £#P;Ls IttK (HSO ftiPiSJBfct 
5^P«#Lfeo m$Ts ^>t'J^3>71/yW (0. 8ml, 0. 7 
Bmmol, 1. 2 eq.) £flP>ts iiSCt 4 fM3f# bfeo 

*;i/A-^y-;b] CTlMttau MWb'&tt (4 7. 6mg, 20. 0%) & 

MS m/z : 3 8 5. 1 H -NMR 5:2. 18-2. 25(4H, m), 
3. 14 (2H, t, J=l 2. OHz), 3. 59 (2H, d, J = l 2. 0 
Hz), 3. 88-4. 00 ( 1 H, m) , 4. 32 (2H, s), 7. 4 5- 
7. 53 (3H, m) , 7. 64 (2H, d, J = 8. 3Hz), 7. 74. (1 

H, d, J = 8. 8Hz), 7. 92 (1H, s), 8. 18 (1H, d, J = 
0 . 7 H z) o 

4 :N1- -2- (2, 6-i?»PP-4-7MP 

2, 6-i?^DD-4-7W7i;-;v (2. Og, 11. 05mmo 
1) ©^-feh-hU^jgttfcjRKAU^A (1. 8 3g, 13. 2 6mmol, 

I. 2 eq. ) ^7*PA»^ (1. 6 9 g, 11. 0 5mmo 1,1. 
0 eq. ) &JPiU 8 0°CtTlR^»bfeo 
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S-e^Uffl^X^M* (2. 6 6g s 9 5. 2%) <H#fc 0 

. x^rM* (2. 66g, 10. 5 1mmol)fflx^;-;v»5%*S 

{kj~ h U >7 AtKMi (20ml) £Jn*.x ftfi 8 0 "Cfcrt 1 Htm # bfeo 

SMiESSbfeo ^^a©**^^^ (2. 3 1 g s 9 2. 0 
%) £ftfco 

0g, 4. 18mmol)0^»M7U'Si 
fc4-7^t'J^> (3 9 3mg, 4. 18mmol, 1. 0 eq. ) £W 
SC-HC1 (9 6 4mg, 5. 0 2mmo 1, 1. 2 eq. ) HO 
Bt -H 2 0 ( 6 7 8 mg, 5. 0 2mmo 1,1.2 eq. ) fcj&D*.* 

-;]/] £Tf»»> ftteagH0^JHbi§r% (1 5 5mg, 11. 8%) 

MS m/z : 314. 1 H — NMR 5:4. 63 (2H, s) , 7. 15 

(2H, d, J = 7 . 81Hz), 7. 59 (2H, dd, J=l. 59 , 4. 
76Hz), 8. 57 (2H, dd, J = l. 46, 4. 88Hz), 8. 77 

(1H, s) o 

mmm 25 : n 1 - ( 4 - g y - 2- (2, 4 p p 7x^1 y± 

2, 4-^nD7ir;i/ffi(5 0 0mgs 2. 44mmol) 

P»»C4-75;K'jy> (2 3 0mg, 2. 4 4mmol, 1. 0 
eq. ) tWSC-HCl (4 7 0mg, 2. 4 4mmo 1, 1. 0 e 
q. ) fc^tftcHOBt -H 2 0 (3 3 0mg, 2. 44mmol, 1. 0 e 

q. ) %mts i 6«FKatwbfeo 
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CtlSi, Hjll{b£r#l (54mg s 7.9%) £f#fe 0 
MS m/z :2 8 0. 1 H-NMR : 7 . 30 (1H, d, J=l. 9 
5Hz), 7. 31 (1H, s), 7. 39 (1H 5 d, 1. 95), 7. 47 
(2H, d, J = 6. 21), 7. 78 (1H, s), 8. 46 (2H, d, J 
= 6. 1 0) o 

mMM2 6:^)]s 3, 5-^»PP-4- [2-W-2 - 

3, 5-^^DD-4-tFo J r^Sii^ (1. 5g, 6. 38mm 
ol) ©7-bfrFiJ«{i»!Jr)A (1. 06g, 7. 6 6mmol, 
1.2 eq. ) t7nJ»WM*?)l (0. 98g, 6. 3 8mmo 1, 1. 0 

eq. ) §an* N so'c^rimmnmhtco 

fil^llOM^Wfc (1. 8 8g^ 9 6. 0%) ttffco 

(1. 88g, 6. 1 2mmo 1) 0x^y-;i/g«t 5 %7j<iHb 
^hU»>A7K^ (10ml) £#n>U ^8 0°CCTl^Wlfeo 

SSAftgU W^ME^Sbfeo »fe^©^@^tJ©*;i/^>^;W* (7 5 0 

mgs 4 3. 9%) £#fe 0 

AMW#:( 7 5 0mg> 2. 6 9 mm o 1 ) (D*J * fi^JkAT =• )*$£ 
rtt-4-T^y h°U^> (2 6 6mg, 2. 82mmol, 1. 05 eq. ) 
hWSC-HCl ( 5 4 2mg, 2. 82mmol, 1. 05 eq. 
CHOBt-HiO (3 8 1mg, 2. 8 2mmo 1, 1. 05 eq.) £Jn£x 

<m* (1 8 Omg, 19. 6%) £Mll^bT#fco 
tj^f* (5 Omgs 0. 1 5mmo 1) <DV* ^l/^l/AT 7 ^ K^ttfcjKK* 
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U £A (24mg J 0. 1 8mmo 1, 1. 2 e q. ) ta^ftx^V (2 7 
mg 3 0. 18mmol, 1.2 eq. ) ftM 8 0 °CfcT 3 H#F B 1» 

bfeo 

fg H ^©i«fb^t] (5mg, 9. 2%) £f#£ D 

MS m/z :3 6 9. 'H-NMR 6:1. 41 (3H 3 t 3 J = 7 . 0 
7Hz), 4. 40 (2H, q, J = 7. 08Hz), 4. 72 (2H, s), 
7. 60 (2H, d, J = 6. 10Hz), 8. 05 (2H, s), 8. 58 
(2H, d, J = 5. 85Hz), 8. 84 (1H, s) D 
jjgj 7 : Nl - (4-Wi?)l) -2 - (2, 6-^7j^P7x^t/) r 

2, 6-^7JWP7i;-;i/ (1. Og, 7. 6 9mmo 1) ©r-fe h- h 
U ;PiS$ftfcJ&l&* U <>A (1. 40g, 9. 22mmol, 1. 2 eq. ) i: 
7"PAW^ ( 1 . 1 8 g, 7 . 6 9mmo 1,1.0 eq. ) ^flP^ 

titemmnx.^M* (1. 3 1 g, 9 8. 5%) %mco 

x^^;H*(l. 31g, 7. 5 3mmo 1) ®o:^y-;W§M^5%7KIt{b 
^HJ^AtMSSS (10ml) «8 0°C£TlBfP«$Ufeo 

«s «^MHi^*bfeo M-fe^il©77;P^^^;H* ( 1 . 3 9 g, 9 8. 2 

%) £«o 

*;i/^^^>;W* ( 1 • 39g, 7. 3 9mmol) ©i;^fMJl/A701 
ftfc4-7^K'jyv (7 0 0mg, 7. 39mmol, 1. 0 eq. ) 
WSC-HC1 (1. 70g, 8. 87mmol 3 1. 2 eq.) fc^tffcH 
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OB t • H2O (1. 2 0 g, 8. 8 7mmo 1, 1. 2 e q. ) %m?Ls MU 

fcTHMftflt MfeMH©^^b^ (107mg, 5. 4%) £?#fco 
MS m/z : 2 6 4. 'H-NMR 6:4. 84 (2H, s) , 7. 11 
-7. 17 (3H 5 m), 7. 60 (2H, dd, J=l. 59 , 4. 76H 
z) , 8. 44 (2H, dd, J=l. 46, 4. 88Hz), 10. 48 (1 
H, s) o 

mMM2 8 : Nl- -2- (2, 4, 6- h 'J7MP7x; 

2, 4, 6-h<j7^07i;-;i/ (2. Og, 13. 50mmol) ©7 
■fe rnrU^**te#a*y£2> (2. 1 2 g, 16. 2 1mmol, 1. 2 
eq. ) t7*PASg^^l/ (2. 0 7 g, 13. 5 Ommo 1,1.0 e 
q. ) ttlMTL, 8 0°Cf3TlTO«#bfe o 

aftus©*^;^ (2. 76g, 92. 9%) 

M?;MM2. 7 6g, 12. 5 5 mm o 1 ) Oi^ 7 5 %M 

ftrt-hu^A*** (lomi) nus Q°c\zximm%nhtc. 
^MiE^ibfeo «fies0*;^^^;w (2. i5g, 8 3. 3 

%) ^ffeo 

#;p^^>;Wfc ( 1 . 0g, 4. 8 5mmol) ©^^fi^M7U*?§i 
fc4-7Ut''J^> (4 5 7mg, 4. 85mmol, 1. 0 eq. ) tW 
SC-HC1 (1. 12g, 5. 8 3mmo 1, 1. 2 eq. ) ft&VfcHO 
Bt • EhO (0. 79g, 5. 83mmol, 1. 2 eq. ) %1)\\tLs gMfc 
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Mfi^cD^b^t) (7 3mg, 5.4%) £f#feo 
MS m/z : 2 8 2. 'H-NMR S : 4. 80 (2H 3 s) , 7. 27 
(2H, t 3 J = 9 . 0 3Hz) , 7. 60 (2H, dd, J=l. 59 , 4. 
76Hz) 3 8. 44 (2H, dd 3 J=l. 57, 4. 77Hz), 10. 4 
7 ( 1H, s) 0 

mMM2 9 : N 1 — -2 - (2 , 6 - i?7MP-4-7Plf 

3, 5-y7;^D-4-t h*n^>7 , P^7iy-;i/ (4 0 Omg, 2. 
15mmol) ©DMFtltTkiftth'JC'A (7 7mg, 3. 2 2mmol, 
1.5 eq. ) ^PAW^l/ (3 2 9 mg, 2. 15mmol 3 1. 0 

eq. ) &jn*s 8 ovizrimmmnistco 

Ctllis ifife B 0 0i7xr;V#: (3 9 0mg, 7 0. 4%) £?#fe 0 
xxr;i/f(3 9 0mg, 1. 5 1 mmo 1 ) ©x^ y -^Mfc 5 %7«fb 

^hu>7A7j<» (5mi) ^sn^-s ovizx immmnLtzo 

Mts «£^J±^SLfco &&S&g|l©;fr;i/#^>;W*: (2 8 0mg, 7 5.9 

%) £?#fco 

AM^^Vft (lOOmg, 0. 4 Immo 1) ©J?i^MM7^ K$g 
H£ic4-T* ^ h°>J^> (4 Omg, 0. 4 lmmo 1,1.0 eq. ) fcW 
SC-HC1 (94mg, 0. 49mmol, 1. 2eq. ) fe^TOHOBt 
• H2O (6 6mg, 0. 4 9 mmo 1,1.2 e q. ) £jjn£s gMfcT 1 6 
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ttllt^ (17mg, 13. 0%) fcftfco 

MS m/z : 321. 1 H — NMR 5:1. 23 (3H, t, J = 7. 2 
0Hz), 2. 94 (2H, q, J=7. 1 6 Hz) , 4. 82 (2H, s) , 
7. 58 (2H, dd, J=l. 5 9 , 4. 7 6Hz), 7. 62 (2H, d, 
J = 4. 64), 8. 58 (2H, d, J=6. 03Hz), 8. 66 (1H, 
s) o 

jffij 30 : N 1 — ( 4 — fc. U 22k) ~ 2- (2, 6 P P - 4 z2<±jkZ 

2 3 6 -^7;^n-4-^W-;i/ (1. 50g, 8. 4 7mmol) 07 
^h-h'J^iill»'J^A (1. 40g, 10. 17mmol, 1. 2 
eq. ) £:7*PAfti^^ (1. 3 Og, 8. 4 7mmo 1,1.0 e 

q. ) »/t> 8 0°cizximmnnbtz o 

l»i^JW(l. 85g> 98. 4%) 

a:X^;W£(l. 8 5g, 8. 3 4mmo 1) CDx^y-;i/^^5%zK^b 
*rU*A*** (5ml) SJniU «8 0 °CiCT 1 Bt^» bfeo 

Wmbfeo SSxfMH:, 7K^«^±i7j<i3T»b^ M^hU^A^T 
«£MJ±^Sbfco «l€5*gaffl*;i/si?^S/;i/#: ( 1 . 2 1 g s 7 1. 
6%) £?#feo 

A^Wft (5 0 0mg, 2. 4 6mmol) ©^^l/*MrOi 
mtz4-7$; t°U^> (2 3 0mg, 2. 4 6mmol 3 1.0 eq. ) t 
WSC-HC1 (570mg, 2. 9 6mmo 1, 1. 2 eq. ) ftW^H 
OBt-H 2 0 (400mg, 2. 96mmol, 1. 2 eq. ) 
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*te&£<!)$]M£tt (6 0mg s 7. 8%) fcfcfco 
MS m/z : 3 1 0. 1 H-NMR 6:2. 36 (3H, s) , 4. 64 
(2H, s) , 7. 17 (2H 3 d, J = 0. 49Hz), 7. 59 (2H, d 
d, J = 1. 58 , 4. 76Hz) , 8. 57 (2H, dd, J = 1. 57, 
4. 7 5Hz) , 8. 8 9 (1H, s) o 

mmm 3i :ni- j±=vv_2M zl^^^s^±az^a± 

^^DA^>MS(10 0mg, 0. 7 0mmol) ^^fMM7U" 
»«fc4-7 , ^ytryy> (66mg, 0. 70mmol, 1. 0 eq. ) h 
WSC-HC1 (162mg, 0. 8 5mmo 1, 1. 2 eq. ) 
OB t • H2O (114mg, 0. 8 5mmo 1, 1. 2 eq. ) £iD^ g& 

fcT«f»^ l^b^rf) (23mg, 15. 0%) £*#fc„ 
MS m/z : 218. 'H-NMR d" : 0 . 91 — 1. 20 (2H, 
m), 1. 10-1. 26 (3H, m), 1. 56-1. 80 (6H, m), 2. 
22 (2H, d, J = 7. 08Hz), 7. 55 (2H, dd, J = l. 46 , 
4. 64Hz), 8. 39 (2H, d, J=6. 10Hz) , 10. 21 (1H, 

S) o 

mW,W3 2 : N 1 - ( 1 H-tf^yp T3, 4-dl b° U 4 -^;iQ - 

2- (2, 6-y^PP-4-7MP7x7jp>» if 

H»J4©*;i^>>>;W# ( 1 0 Omg, 0. 4 5mmol)©^f» 
A7^ PWmzA-T^J t°^V*n (3, 4-d) f U ^> (6 lmg, 0. 
45mmol, 1. Oeq. ) hWSC-HCl (104mg, 0. 54mmo 
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1, 1. 2 eq. ) fcktffcHOBt • HzO (7 3mg, 0. 54 mmol 5 1 
2eq. ) ^/JD^s iigCT5HWbL 

fctim (6 3mg, 3 9. 1%) &»fco 

MS m/z : 3 5 5. 1 H — NMR 6:4. 91 (2H, s), 7. 6 
2 (2H, d, J = 8. 29Hz), 8. 49 (1H, s) , 8. 64 (1H, 
s), 11. 25 (1H, s) , 13. 97 (1H, s) , 
mMM3 3 : N 1- (lH-5-^>^'V'J;i/) - 1 u 

i/^DAJp^*j^*>i(9 6mgs 0. 7 5mmol) 
U'iitB-T^^^-iMlOOmg, 0. 7 5mmol, 1. Oe 
q. ) hWSC-HCl (173mg, 0. 90mmol s 1. 2eq. ) &£> 
VtHOBt -H.0 (12 2mg, 0. 75mmol 3 1. 2 eq. ) Sin*, 
SfiCT 1 6 0#«i#bfco 

-;n KiT»!a«N mmt&m (8o mg , 44. 0%) &t#fc 0 

MS m/z : 2 4 3. 1 H — NMR 5:1. 14-1. 34(3 H, m), 
1. 44 (2H, q, J = l 1. 38Hz), 1. 62-1. 69 (1 H, m), 
1. 73-1. 84 (4H, m), 2. 33 (1H, tt, J = 3. 42, 11. 
59Hz) , 7. 42 (1H, dd, J = l. 46, 9. 03Hz), 7. 45 
(1H, d, J = 9. 03Hz), 7. 98 (1H, s) , 8. 12 (1H, 
s) , 9. 7 6 (1H, s) , 1 2. 9 2 (1H, s) o 
HfflBfll 3 4 : N 1 - ( 1 H- 5 -4 y#V±M - 1 - '>^P^^7-b^ ^ 
_H 

^P^^>;HM ( 1 0 7mg, 0. 7 5mmol) ^^»M7^ F 
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»5-7^^>^;-JV (lOOmg, 0. 7 5mmol, 1. Oe 
q. ) fcWSC • HC1 (1 7 3mg, 0. 90mmol 5 1. 2 eq. ) fc£ 
IffcHOB t • H2O ( 1 2 2mg, 0. 7 5mmo 1, 1. 2 eq. ) 

tTSgSSi^ Sm-fh^-t) (7 lmg, 3 6. 8%) £t#fc 0 
MS m/z :2 5 7. 1 H — NMR 5:0. 9 2- 1. 0 4 (2H, m) : 
1. 10-1. 30 (3H, m) , 1. 58-1. 82 (6H, m) , 2. 19 
(2H, d, J = 7. 08Hz) , 7. 39 (1H, d d , J=l. 71, 9. 
03Hz), 7. 45 (1H, d, J = 8. 78Hz), 7. 98 (1H, s), 
8. 11 (1H, s), 9. 81 (1H, s), 12. 92 (1H, s) • 
mmM3 5 : N l- (lH-5--f>ffVU;V) - (E) -3 - (2-fc KP* 
^yai-j]/) - 2 -7°P^>TS K 

Trans-2-7^f (5 0 0mg s 3. OSmmol) WfMM 
7U'»5-7^^>^;-;i/(4 0 6mg J 3. 0 5mmol, 1. 0 
eq. ) ^WSC-HCl (702mg, 3. 6 5mmo 1, 1. 2eq. ) & 
fctftiiHOBt -H2O (4 9 3mg, 6. 65mmol, 1. 2eq. ) *JpA^ 
gMfct 1 6B§OT#bfeo 

ttlSE HHl^tl (3 4 0mg, 4 0. 0%) &^fe 0 
MS m/z :2 7 9. 'H-NMR 6:6. 87 (1H, t, J = 7. 6 
8Hz), 6. 86 (1H, d, J=l 5. 86), 6. 93 (1H, d, J = 
8. 05), 7. 22 (1H, d t , J = 1 . 71, 8. 78Hz), 7. 48 
-7. 55 (3H.ni), 7. 79 (1H, d, J = 1 5. 86 Hz), 8. 0 
4 (1H, s), 8. 28 (1H, s) , 10. 17 (1H, s), 12. 98 
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(1H, s) . 

mtMMS 6 : Nl - ( 1 H - 5 -4 >^VU )]/) - (E) -3 - (3-bFP^r 

Trans-3-^?M (5 0 Omg N 3. 0 5mmo 1) *J*?-)]s*)\/K 
WtWifc- b — T % J ^ y & S J—)]/ (40 6mg, 3. 05mmol, 1. 0 
eq. ) £WSC • HC1 (702mg, 3. 6 5mmo 1, 1. 2eq. ) ft 
ferffcHOBt -H 2 0 (4 9 3mg, 6. 65mmol, 1. 2eq. ) £Jn2.x 

f?>nfcS*S^PD*;i/A^Lfe 0 ^HcDSffift^l (1 6 lmgs 1 8. 
9%) £« 0 

MS m/z :2 7 9. 'H-NMR (5:6. 78 (1H, d, J = 1 5 . 
61Hz), 6. 82 (1H, dd, J = 2. 20, 8. 05Hz), 7. 00 

(1H, s), 7. 05 (1H, d, J = 7. 8 1Hz) , 7. 25 (1H, t, 
J = 7. 8 1Hz) , 7. 48 (1H, d, J=15. 6 1Hz) , 7. 51 

(2H, s) , 8. 04 (1H, s) , 8. 26 (1H, s), 9. 65 (1H, 
s), 10. 21 (1H, s), 13. 00 (1H, s) „ 
gig 3 7 : N 1 - ( 1 H - 5 ->f V U )V) - ( E ) - 3 - 

Trans-4-^M(5 0 0mgv 3. 0 5mmol) W^JVA 
7^ ^1:5-7^^^-^ (4 0 6mg, 3. 0 5mmol, 1. 0 
eq. ) ilWSC-HCl (7 0 2mg, 3. 6 5mmo 1, 1. 2eq. ) ft 
^OTlHOB't -H 2 0 (4 9 3mg, 6. 65mmol, 1. 2eq. ) Sin its- 

mmzx i emmmnLtzo 

f^fcSSBDU^A«bfeo ^©iSM^t) (3 1 8mg s 3 7. 
4%) £f#fco 
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MS m/z : 2 7 9. 1 H — N M R 6 : 6 . 6 3 ( 1 H , d , J = 1 5 . 
6 1Hz), 6. 83 (2H, d, J = 8. 54Hz), 7. 45-7. 51 
(5H, m) , 8. 03 (1H, s), 8. 25 (1H, s), 9. 92 (1H, 
s) , 10. 0 9 (1H, s) , 12. 9 7 (1H, s) „ 
^ffifl!|3 8 : Nl - (lH-5-^>^VU;i/) - (E) - 3- (3, 

A7i-f>|( 5 5 0mg, 3. 0 5mmol) Piftfc 
5 - 7%J4>W—n/ (4 0 6mg, 3. 05mmol, 1. 0 e q. ) £W 
SC-HC1 (7 0 2mg, 3. 6 5mmo 1, 1. 2eq. ) ^fjtftHOB 
t-H 2 0 (493mg, 6. 6 5mmo 1, 1. 2 eq. ) ItM*., MUl^T 
1 6B$F«^bfc 0 

-;H fcTttSi&s *Sto&tt (13 0mgs 14. 4%) £f#fco 
MS m/z : 2 9 5. 1 H-NMR 6:6. 56 (1H, d, J=l 5. 
61Hz), 6. 78 (1H, d, J = 8. 05Hz), 6. 92 (1H, dd, 
J=l. 95, 8. 05Hz), 7. 02 (1H, d, J=l. 95Hz), 7. 
40 (1H, d, J=l 5. 6 1Hz) , 7. 50 (2H, s), 8. 03 (1 
H, s), 8. 25 (1H, s) , 10. 08 (1H, s), 12. 97 (1H, 
s) c 

M3 9 : Nl - (lH-5->f >?VU;t/) -2 - (2, 4-^-hP7i 

2, 4-i;-bD7ir;i/fi (3 0 0mg s 1. 3 3mmol) ^f;^ 
iVA75 Fg$t5-75 7^>^V-;M17 6mg ) 1. 3 3mmol, 1. 
Oeq. ) tWSC-HCl (3 0 6m g, 1. 5 9mmo 1, 1. 2eq. ) 
ft&tftHOBt - HiO (2 15mg, 1. 59mmol, 1. 2 e q. ) 
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twbfeo mmvmmih&m o 2m gs 7. 1%) %mz 0 

MS m/z : 3 4 1 . 1 H-NMR 6:4. 3 0 (2H, s) , 7. 4 
0 (1H, dd, J=l. 95, 8. 78Hz), 7. 49 (1H, d, J = 8. 
78Hz), 7. 91 (1H, d, J = 8 . 54Hz), 7. 98-8. 04 
(2H, m) , 8. 67 (1H, d, J = 1 . 95Hz), 8. 78 (1H, d, 
J = 2. 44Hz), 10. 30 (1H, s) , 12. 97 (1H, s) 0 
mmitU 0 : Nl- (lH-5-^>#VU;i/) - (E) -3 - (4-h IjPjF 
3 ^^/7i-M - 2 -7°P^>T^ K 
4-kFn^i/-3-^h^Mn«( 2 0 0mg, 1. 12mmol)S> 
yfJl/*Jl/A7; F«k:5 -T^-f >#V-;b (14 9mg, 1. 12mm 
ol, 1. Oeq. ) ^WSC-HCl (2 5 9mg, 1. 34mmol, 1. 
2eq. ) fe^IftHOBt -H 2 0 ( 1 8 2mg, 1. 34mmol, 1. 2e 

q. ) %mz, sicti6^a#ufe. 

ttMbfeo MII^M^t) (158mg, 4 5. 5%) &*#fe 0 

MS m/z : 3 0 9. 1 H-NMR 6:3. 84 (3H, s),6.6 

6 (1H, d, J = 15. 61Hz), 6. 83 (1H, d, J = 8. 05H 

z), 7. 07 (1H, dd, J = l. 95, 8. 05Hz), 7. 19 (1H, 

d, J = 1. 95Hz), 7. 49 (1H, d, J=l 5. 37Hz), 7. 5 

0 (2H, s), 8. 03 (1H, s), 8. 26 (1H, s), 9. 48 (1 

H, s) , 10. 07 (1H, s), 12. 96 ( 1 H, s) c 

mMM4 1 : Nl - (lH-5-^>^VU;i/) - (E) - 3- (3-fc £n± 

I/- 4-* Y*j/yx--)V) - 2 -7°P^>7^ F 

3-tFD^i/-4-^h^^>^M (2 0 0mg J 1. 12mmol)y 
^^*M75 ^t5-7^^f>^;-Jb (14 9mg, 1. 12mm 
ol, 1. Oeq. ) hWSC-HCl (259 mg, 1. 34mmol, 1. 
2eq. ) fc^tfteHOBt ■ H 2 0 (1 8 2mg ) 1. 34mmol, 1. 2e 
q. ) ^JD^s SmtTl 6H#p H 1ff#bfeo 
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CWbfe. ffi&<Dmmib-&® (lOOmgs 2 8. 8%) £#fco 

MS m/z : 3 0 9 . 1 H — NMR 5:3. 81 (3H, s) , 6. 6 

2 (1H, d, J=l 5. 3 7Hz), 6. 97 (1H, d, J = 8. 05H 
z) , 7. 04 (1H, dd, J=l. 95, 8. 0 5Hz) , 7. 05 (1H, 
s) , 7. 44 (1H, d, J = l 5. 61Hz), 7. 50 (2H, s), 8. 

03 (1H, s) , 8. 25 (1H, s), 9. 22 (1H, s) , 10. 09 
( 1 H, s) 3 12. 9 7 (1H, s) o 

glM£2 :N1- (lK-5-J>W)Jl) ~ (E) - 3- (3, 

hjp>>7x-;i/) -2-7°P^>T^F 

3, 4-2>^ h^S/tt^jS® (2 3 4mg, 1. 12mmol)^fMA 
A7 ^ Fiit 5 - 7 U ^ >^ ^-A ( 1 4 9 m g , 1. 12mmol, 1. 

Oeq. ) hWSC-HCl (2 5 9mg, 1. 34mmol, 1. 2eq. ) 
fc&tffcHOBt -HsO (182mg, 1. 34mmol, 1. 2eq. ) &Jq 

Ct^bfec *££<Z)££ft£4b (164mg> 4 5. 2%) ftf#fc 0 
MS m/z : 3 2 3. 1 H — NMR 6:3. 80 (3H, s), 3. 8 
3 (3H, s) , 6. 73 (1H, d , J=l 5. 6 1Hz) , 7. 02 (1H, 
d, J=8. 54), 7. 19 (1H, dd, J=l. 95, 8. 54Hz), 
7. 22 (1H, d, J=l. 95Hz), 7. 51 (2H, s), 7. 53 
(1H, d, J = 1 5. 86Hz), 8. 03 (1H, s), 8. 27 (1H, 
s), 10. 13 (1H, s), 12. 92 (1H, s) G 
fH^iJ4 3 :N1- (lH-5-^>^VU;i/) - 3- ( 5 - ~ ]> p - 2 - 7 U 

3- (5-- hP-2-7 D;iO 7t7 Vim (2 4 Omg, 1. 32mmo 
1) ^^^WA7U*»5-7^^>^;-;b (17 5mg, 1. 3 
2mmol, 1. Oeq. ) hWSC-HCl (3 0 3mg, 1. 5 8 m mo 1, 
1. 2eq. ) S&fffcHOBt • H2O (2 1 3mg, 1. 5 8mmo 1, 1. 
2eq. ) £#n>U SSCTl6W#bfeo 
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tt©bfeo (18 0mg^ 4 6. 1%) £t#feo 
*#£>ftfc$£il (3 0mg, 0. lmmol) DMF^f^iHb^^A 

u^^/M) muz., 7mmWkhm.mzx2mmmwhtzo 

>J£AfcTte*M£s *tt**8flES*bfeo ^©^jg^tl (7mg, 2 6. 7 

%) £f# fee 

MS m/z : 3 0 0. 1 H -NMR 6:2. 77 (2H, t, 3 = 1. 4 
4Hz) , 3. 10 (2H, t, J = 7. 3 2Hz) , 6. 64 (1H, d, J 
= 3. 66Hz), 7. 39 (1H, d, J = 9. 03Hz), 7. 47 (1H, 
d, J = 8. 78Hz), 7. 64 ( 1 H, d, J = 3. 66Hz), 8. 00 

(1H, s), 8. 10 (1H, s), 10. 03 (1H, s), 12. 95 

(1H, s) o 

mMM4 4 : Nl - ( 1 H- 5 -4 l^VJlM ~2- (3, 4-^hFP^-> 
7x~;i/) $ K 
3, 4-^tFD^r^ffi(2 0 0mg, 1. 19mmol) ^^MM 

7 ^ F >§it 5 - 7 ^ ^ >^*V -JV ( 1 5 8 m g , 1. 19mmol, 1. 0 
eq. ) fcWSC-HCl (274mg 3 1. 4 3mmo 1, 1. 2eq. ) & 
^CHOBt - H>0 (193mg, 1. 43mmol, 1. 2eq.) %M?L, 
MUIZX 1 6BfFWbfec 

#6«^^DWAtT©bL ^O^mft^t) (3 3mg, 9. 
8%) £?#feo 

MS m/z : 2 8 3. 'H-NMR d: 3. 43 (2H, s) , 6. 5 

8 (1H, dd, J = 2. 20, 8. 05Hz) , 6. 66 (1H, d, J = 8. 
05Hz), 6. 76 (1H, d, 3 = 2. 20Hz), 7. 41 (1H, dd, 
J=l. 46, 9. 03Hz), 7. 44 (1H, d, J = 8. 78Hz), 7. 
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99 (1H, s) , 8. 11 (1H, s) , 8. 76 (2H, s) , 10. 01 
(1H, s) , 12. 9 4 (1H, s) o 
mtMltH 5 : Nl - (lH-5->f >#VU;i/) -2 - (1, ^Wffi 
v-;i/- 5 y-fe^s K 

3, 4-^fl/>W>7xrjHi(2 14rag, 1. 19mmol)^ 
^^*M7^ K««C5-7^'f ( 1 5 Bmg, 1. 19mm 

ol, 1. Oeq. ) ^WSC-HCl (2 7 4mg\ 1. 43mmol, 1. 
2 e q. ) tebmzROB t ■ H2O ( 1 9 3mg, 1. 4 3mmo 1, 1. 2e 
q. ) fcAPiU Sfifctl 6K?H»ttbfco 

ll^fe^Sft^np^MI:«bfe. ^©Sm^^ (16 6mg, 4 
7.4%) ^Iffeo 

MS m/z : 2 9 5. 'H-NMR 6:3. 55 (2H, s) , 5. 9 
8 (2H, s), 6. 80 (1H, dd, J=l. 34, 7. 93Hz), 6. 
86 (1H, d, J = 8. 05Hz), 6. 92 (1H, d, J = l. 46) , 
7. 41 (1H, dd, J=l. 71, 8. 78Hz), 7. 47 (1H, d, 
J = 9. 03Hz), 7. 99 (1H, s), 8. 09 (1H, s) , 10. 0 
7 ( 1 H, s) , 12. 9 5 ( 1 H, s) o 

gUMi 6 : N 1- (1H-5--T >^VU;i/) - 3- (3, FP^> 
7x-;i/) 7P^>7^ K 
3, 4-^t KP#2/fcft*Jftlfc (2 0 Omg, 1. lOmmol) W» 
Fiifc5-7^-f>^;-;V (HBmg, 1. lOmmol, 1. 
Oeq. ) fcWSC-HCl ( 2 5 3mg, 1. 32mmol, 1. 2eq. ) 
ft^tHOBt ■ H2O (1 7 8mg, 1. 3 2mmo 1, 1. 2eq. ) mu 
7Ls ifiHTl 6BfM#b£o 

i^f«^P^Att»bfeo ^ H B H ©^Sfb^rt) (79mg, 24. 
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2%) %mtc 0 

MS m/z : 2 9 7. 1 H — NMR 6 : 2 . 53 (2H, t, J = 8. 
2 9Hz) , 2. 75 (2H, t , J = 7. 56Hz), 6. 48 (1H, dd, 
J = 2. 20, 8. 05Hz), 6. 62 (1H, d, J = 8. 05Hz), 6. 
63 (1H, s) , 7. 38 (1H, dd, J=l. 71, 9. 03Hz), 7. 
45 (1H, d, J = 8. 78Hz), 7. 99 (1H, s), 8. 11 (1H, 
s), 8. 61 (1H, s), 8. 70 (1H, s), 9. 84 ( 1 H, s), 
12. 9 3 ( 1 H, s) o 

mm* i ni- (iH-5--f >^vu;v) -3 - (4-bh-p^>7i_ 

)]/) 7vn>T5. jf 

3- (4-tFP^>7i-;i/) 7n^>i (14 8mg, 0. 8 9mmo 
1) ^^^Jl/ATU'iMtS-T^^V^V-iV (119mg 5 0. 8 
9mmol, 1. Oeq. ) fcWSC'HCl (2 0 5mg J 1. 07mmol, 
1. 2eq. ) fc&VfcHOBt • H2O (14 5mg, 1. 0 7mmo 1, 1. 
2eq. ) »>U SfifcTl 6«PBB«6»bfeo 

f^fclS^7PD*M!;»bfeo *£HcD3E®tfii^ (9 5mg, 3 8. 
0%) £t#£ 0 

MS m/z : 281. 'H — NMR 5:2. 55 (2H, t, J = 7. 
68Hz), 2. 81 (2H, t, J = 7. 56Hz), 6. 66 (2H, d, 
J = 8. 2 9Hz) , 7. 04 (2H, d, J = 8. 54Hz), 7. 38 (1 
H, dd, J=l. 71, 8. 78Hz), 7. 45 (1H, d, J = 9. 03 
Hz) , 7. 9 9 (1H, s) , 8. 10 (1H, s) , 9. 8 4 (III, s) , 
12. 9 3 (1 H, s) o 

IWJ4 8 : Nl- ( lH-5-^>^y;;]/) - 2- (3--hP7x^) 

3-rhP7x-j« (2 0 0mg, 1. lOmmol) ^f»A7 
^FiIC5-7^^>^;-Jl/ (14 7mg, 1. lOmmol, 1. Oe 
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q. ) tWSC-HCl (2 5 4mg, 1. 3 2mmo 1, I. 2 e q. ) & 
OTlHOBt - HzQ (179mg, 1. 3 2mmo 1 , 1. 2 e q. ) £in^ 

Muizx 1 emmmnhtco 

ft&ftfca£&*Pn#;W>fcTffi#bfeo ^©^®fb^t) (1 7 2mg, 5 

2. 6%) ^#fco 

MS m/z : 2 9 6. 'H-NMR d : 3. 86 (2H, s) , 7. 4 
3 (1H, dd, J=l. 71, 8. 78Hz) , 7. 49 (1H, d 3 J = 9. 
0 3Hz) , 7. 65 (1H, t , J = 7. 9 3Hz) , 7. 82 (1H, d, 
J = 7. 56Hz), 8. 00 (1H, s), 8. 12 (1H, s), 8. 14 
(1H, dd, J = 2. 44, 8. 29Hz), 8. 26 (1H, s), 10. 
2 8 ( 1 H, s) , 12. 9 8 ( 1 H, s) 0 

liii 9 : Nl- (lH-5--Y>#VU;i/) -2- (4--hP7i-;b) 

4-~ hP7irji/ff|S (2 0 Omg, 1. lOmmol) ^^^l/A? 
n^«C5-?^^>^;";K14 7mg, 1. lOmmol, 1. Oe 
q. ) tWSC-HCl (2 5 4mg, 1. 3 2mmo 1, 1. 2 e q. ) 
WlHOBt - H 2 0 ( 1 7 9mg 5 1. 3 2mmo 1, 1. 2 e q. ) &j&U*s 

gj&fct l 6ra»bfe<, 

ll^felS^^nn^Mtt^bfeo (1 1 Omg, 3 

3. 7%) £#fco 

MS m/z : 2 9 6. 'H-NMR 5:3. 85 (2H, s), 7. 4 
2 ( 1 H , dd, J = 1 . 71, 8. 78Hz) , 7. 48 (1H, d, J = 9 . 
0 3Hz), 7. 64 (2H, d, J = 8. 78Hz), 8. 00 (1H, s) , 
8. 10 (1H, s) , 8. 21 (2H, d, J = 8. 78Hz), 10. 28 
(1H, s) , 12. 9 8 (1H, s) o 
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mMM5 0 : Nl- (lH-5-Y^V'J;V) -2- (4-bKP^>7-'J 

N- (4-h FD#2/7x-;i/) ^U*/> (2 0 Omg, 1. 2 0mmol) 
y^f;i/*M75 F«5-7^^>^V-J1/ (1 5 9mg, 1. 20m 
mo 1, 1. Oeq. ) tWSC-HCl (2 7 6mg, 1. 4 4mmo 1, 1. 
2eq. ) ^^t/tHOBt - H 2 0 ( 1 9 4mg, 1. 4 4mmo 1 , 1. 2e 

q. ) mmzr 16 mmmnvtzo 

izxmmfes m&ommib&to (46mg, 13. 6%) %mz 0 

MS m/z :2 8 3. 'H-NMR 8:3. 7 6 ( 2 H , d , J = 5. 
85Hz), 5. 41 (1H, t, J = 5. 85Hz) , 6. 48 (2H, d, 
J = 8. 7 8Hz) , 6. 57 (2H, d, J = 8. 78Hz), 7. 43 (1 
H, dd, J=l. 4 6, 9. 0 3Hz), 7. 47 (1H, d, J = 9. 03 
Hz), 8. 00 (1H, s), 8. 10 (1H, s), 8. 48 (1H, s), 
9. 84 (1H, s) , 12. 95 (1H, s) 0 

mMW5 1 : Nl - (lH-5-^>^VU;i/) -2 - (4-b yu**/?*; 

4-tKD^>7i/'^i8(2 0 0mg ) 1. 19mmol) ^» 
M7U*itt5-7^^f>^;-;i/ (15 8mg, 1. 19mmol, 1. 
Oeq. ) tWSC-HCl (2 74mg, 1. 43mmol, 1. 2eq. ) 
£&tfJ;:HOB t • H2O ( 1 9 3mg, 1. 43mmol, 1. 2 e q . ) %M 

#^fe»^nD^Ai;T»bL *SH0S«ft£*! ( 2 2 9mg, 6 

8.0%) %mtz 0 

MS m/z :2 8 3. 'H-NMR (5:4. 57 (2H, s), 6. 7 
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0 (2H, d, J = 9. 03Hz), 6. 86 (2H 3 d, J = 9. 03Hz) , 
7. 49 (2H, s) , 8. 03 (1H, s) , 8. 13 ( 1 H, s) , 9. 0 
0 (1H, s), 9. 98 (1H, s) , 1 2. 99 (1H, s) „ 
m&M5 2 : Nl - (lH-5-^>^VU;b) -3 - (1, 3-^>V'^^^r 

v-;b- 5--r;i/) -?v h 

3- (3, 4-^fl/>W>7i^;i/) 7V¥#>m (2 0 Omg, 1. 
0 3mmol) i?^^i/*;i/A7 5 5 -75 l/W—fr (137m 

g, 1. 03mmol, 1. Oeq. ) iWSC-HCl (2 3 7mg, 1. 2 
4mmo 1, 1 . 2 e q. ) ft^VtHOBt • H2O ( 1 6 7mg 3 1. 24m 
mol, 1. 2eq. ) £M S MUZ X 1 6 ffflff ft bfeo 

izxm^tco mm^mm^m osmg, 30. 8%) *mtc 0 

MS m/z :3 0 9. 1 H — NMR 6:2. 58 (2H, t, 3 = 7. 
68Hz), 2. 85 (2H, t, J = 7. 68Hz), 5. 95 (2H, s) , 
6071 (1H, dd, J=l. 59, 7. 93Hz), 6. 81 (1H, d, 
J = 8. 05Hz), 6. 84 (1H, d, J=l. 46Hz), 7. 38 (1 
H, dd, J=l. 7 1, 9. 0 3), 7. 4 6 ( 1 H, d, J = 9. 03H 
z), 8. 00 (1H, s), 8. 11 (1H, s), 9. 86 (1H, s), 
12. 94 ( 1 H, s) o 

H»'J5 3 :N- (2, -N' - U 

Z 

2, 4 - y^nn7i-;m ( 1 0 Omg, 0. 4 9mmo 1) © h;i/^> 
iIt7^t^7xrjV7t^7t 'J;i/ (1 6 lmg, 0. 5 9mmol, 1. 
2eq. ) t h Ux^7 5 > (59mg, 0. 59mmol, 1. 2eq. ) 
muits 1 1 0"CfcT6 0#Jl#bfeo 

%<D'&s 4-75 y tT'J^> (4 6mg, 0. 49mmol, 1. Oeq. ) 
iDMF^im 1 1 0 o C£T3BOTt#b£o 

siS»Tfts BJ&m&&Z-&tia bs fffc^;i/{3Tttmbfco M^;wis^ 
Tkwwa^TKfcT^b, »h'j-7i.tt«, «£«j±m*bfco 
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£T*M8^ #gft0^fifl3-^ftl (4 3mgs 2 9. 9%) £l#fe 0 
MS m/z :2 9 5. 'H-NME. 6:4. 35 (2H, d, J = 5. 8 
5 Hz) , 6. 94 (1H, t, J = 5. 98Hz) , 7. 37 (2H, dd, 
J=l. 59, 4. 76 Hz) , 7. 39 (1H, d, J = 8. 42Hz) , 7. 
44 (1H, dd, J = 2. 07, 8. 42Hz), 7. 61 (1H, d, J = 
2. 20Hz), 8. 29 (2H, dd, J=l. 46, 4. 88Hz), 9. 
17 (1 H, s) o 

nmms 4 : N- (2-^pp-4--1-p^>^) -N' - (4-b°U^ 

4-7^KiJS?> (50mg, 0. 53mmol) th;H>lmls DM 
F'MSiiiSblibfeo *®&s 2-^PP-4--hP7x-;HVi/ 

— h (1 0 5mg, 0. 5 3mmo 1, 1. Oeq. ) ^jJD^s 1 1 0°C£ . 
Tl50»bfeo 

izrffi&Ltzc ££KD$£fr&ttl (7 2mgs 4 6. 4%) £t#fco 

MS m/z : 2 9 2. 1 H — NMR 6:7. 57 (1H, s), 8. 23 

(2H, dd, J = 2. 68, 9. 27Hz), 8. 36 (2H, d, J = 2. 
44Hz), 8. 53 (2H, d, J = 9. 27Hz), 8. 96 (1H, s), 

10. 0 9 (1H, s) o 

mmms 5 : n* - u-eusw -n- (2, 3 , e-v ^pp^>^ 
;i/) fri^rr 

2, 3, 6-h^PP7i^;i/M (13 2mg, 0. 5 5mmol)©b 
Jl/x>iit7^7x^l/7t^7t'J;i/ ( 1 8 2mg, 0. 6 6 mm o 1 , 
1. 2eq. ) fch'Jx^;V7^> (6 7mg, 0. 6 6mmol, 1. 2e 
q. ) %mz.s 110°CtT6 0^lfe o 

*©&n 4-7^1f'J^> (52mg, 0. 55mmol, 1. Oeq. ) 
i:DMF'J)l^D^ 1 1 O-Cfct 2©H»»bfeo 
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CT»l/feo m&<Dmmb&® (15 3mg s 8 4. 0%) £?#feo 
MS m/z : 3 3 0, 3 3 2. 'H-NMR (5:4. 7 4 (2H, s) , 
7. 22 (2H 3 dd, J = 2. 68, 8. 5 4 Hz), 7. 38 (2H, dd, 
J=l. 46, 5. 37Hz), 8. 14 (2H, d, J=5. 6 1Hz) o 
IM5 6:N- (2-^PP-6-7MP^>y;i/) -N 3 - ( 4 - b° U 

2-^DP-6-7MP7i-;i/ffi(104mg ) 0. 55mmol)© 
MH>Mt) 7 ^|j^7i-;V7t^7t , J;i' (18 2mg ) 0. 6 6mmo 
1, 1 . 2 e q. ) t Y 'J^7^> (6 7mg, 0. 6 6mmo 1, 1. 2. 
eq. ) 110°Ctt6 0M#bfeo 

^©^s 4-757fiJ^> (52mg, 0. 55mmol, 1. Oeq. ) 
tLUF^mmuX, 1 1 O°CtT2B#P 0 1^i#b7c:o 

(ITISE &H®£Sft£tt (96mg, 6 2. 3%) £f#£o 
MS m/z : 2 8 0. 'H-NMR 5:4. 60 (2H, d, J = 1 . 4 
6Hz), 6. 99 (1H, dt, J = 7. 07, 9. 51Hz), 7. 15- 

7. 22 (2H, m) , 7. 31 (2H, dd, J = l. 46, 4. 88Hz), 

8. 2 4 (2H, dd, J = 1 . 46, 4. 88Hz) 0 
g|ML5_7_jJL= (2-7^-4, 6-^7tP^>^) — N 3 - ( 4 - t° 

4-7Vt'J^> (50mg, 0. 53mmol) th;i/x>lml, DM 
F'M^lraiMbSibfeo *©» s 2-7'P^-4, 6-^7MP7i- 
;i/-YV^7^— h (124mg s 0. 5 3mmol, 1. Oeq. ) MU?Ls 1 
1 0°Ctt 1 2 QftffiftXstzo 

fcrm&Lfco mm&msfc&Qo (i o 7m gs 6 1. 5%) £f#£ 0 

MS m/z :3 2 7,3 2 9. 'H-NMR 6:7. 43 (2H, dd, 
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j = l. 46, 4. 8 8 Hz) , 7. 48 (1H, dd, J = 2. 80, 9. 8 
8), 7. 59 (1H, dd, J = 1 . 71, 8. 29Hz), 8. 27 (1H, 
s), 8. 35 (2H, dd, J = 1 . 46, 4. 88Hz), 9. 46 (1H, 

s) c 

mMM5 8 : N- [4-7;i/:*-P-6- (h'J7MP^^;i/) 7i-il/] -N 
J - (4-b°U^;i/) 
4-7^f'J^> (50mg, 0. 53mmol) CF^x>lml, DM 

)]/) 7i-;WV^7^-h (10 9mg, 0. 5 3mmol, 1. Oeq. ) 
^JPXs 110°CCtl2 0«^bfeo 

{CT»bfe 0 (69mg, 4 3. 7%) &f#fe 0 

MS m/z : 2 9 9. 1 H — NMR 6:7. 45 (2H, dd, J=l. 
59, 4. 76Hz), 7. 48-7. 64 (3H, m) , 8. 34 (1H, 
s) , 8. 39 (2H, dd, J = 1 . 59, 4. 76Hz), 9. 28 (1H, 

s) o 

mmms 9 : n- \ - (f^MP^fiv) z*=Jkl -n 

4-T^yt°U^> (5 0mg, 0. 5 3mmol) ChMVlmK DM 

71-JH V^T^—h ( 1 0 9mg, 0. 5 3mmo 1, 1. Oeq. ) 
%Mtl, 1 1 CCtT 1 2 0#}»bfco 

^f J nfeiS**7A^D7h^77'f- [S/UtWK 7nn*M-^^7 

£TMMHs ifgS©£JSfl3-&«J (7 2mg, 4 5. 3%) &#fc 0 
MS m/z :2 9 9. 1 H — NMR 6:7. 43 (2H, dd, J = l. 
59, 4. 76Hz), 7. 56 (1H, dt, J = 3. 03, 8. 54Hz), 
7. 62 (1H, dd, J = 2. 93, 9. 03Hz), 7. 86 (1H, dd, 
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J = 5. 12, 8. 78Hz), 8. 28 (1 H, s) , 8. 37 (2H, d d , 
J=l. 4 6, 4. 88Hz), 9. 63 (1H, s) 0 
»^J6 0:N- (4-7"P : E-2-7MP7x-^ -N' - ( 4 - g U 2 
)]/) t>UT 

4-7^K'jy> (50mg, 0. 53mmol) t h;i/x> 1 mis DM 
FMSMiSbiibfeo ^©^s 4-7*D ; E-2-7Jl/tD7x-MV 
^7"*— h ( 1 1 5mg, 0. 53mmol, 1. Oeq. ) feflniU 1 1 0°C 
1 2 0#JB#bfc o 

ttim (13mg> 7. 9%) 

MS m/z : 3 0 9; 311. 'H-NMR 6:7. 37 (1H, d t , 
J=l. 34, 8. 66Hz) 3 7. 42 (2H, dt, J = l. 59, 4. 7 
6Hz), 7. 58 (1H, dd, J = 2. 32, 10. 86Hz), 8. 09 
(1H, dt, J = 3. 17, 8. 78Hz) , 8. 37 (2H, d, J = 6. 
34Hz), 8. 80 (1H, s), 9. 45 (1H, s) „ 
CTffll6 1 :N- (2, 6-^7Mvi^>^)V) -N' - 

2, 6-^7Mn7x-;i/^i (lOOmg, 0. 5 8mmo 1) CD Wl/x 
>^lt:7^fb^7x-;i/7t^7t'J;i/ (1 9 lmg, 0. 6 9mmol, 1. 
2eq. ) £ h > (70mg, 0. 69mmol, 1. 2eq. ) 

fcSn*, 1 1 0°CfcT6 OfrMWLtco 

%(D&s 4-7^7t'J^> (55mg, 0. 58mmol, 1. Oeq. ) 
fDMF>J>m%m%., 1 1 0"CtT2BtF B 11ft#bfeo 

a^d? f-^77^- [J/'JAWK ^nn^ji/A - 

~)H fcrmmms ^momm^m (simg, 57. 0%) £f#fc 0 
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MS m/z : 2 6 3. 1 H — NMR 6:4. 39 (2H, d, J = 5. 3 
7Hz) , 6. 84 (1H, t, J = 5 . 7 3Hz) , 7. 10 (2H, t, J 
-8. 17Hz), 7. 33 (2H, dd, J=l. 59, 4. 76Hz), 7. 
40 (1H, dt, J=l. 59, 8. 2 9 Hz), 8. 27 (2H, dd, J 
= 1. 5 9, 4. 7 6 Hz) , 8. 8 7 (1H, s) o 

2 : N-M/3-)l*3-)l-N' - (4-h°'J^;V) *jV7 

2, 4, 6-F'J^fJl/7i-JM (10 3mg, 0. 58mmol)0h 
;i/^>^tT^'fb^7ai-;i/7^^7^'J;v ( 1 9 lmg, 0. 69mmol, 
1. 2eq. ) h h U^Jl/T^ > (7 0mg, 0. 69mmol, 1. 2e 
q. ) ^JP^s 1 1 0°G(IT6 0^I#bfeo 

^©f^ 4-T^7tf>j^> (55mg, 0. 58mmol, 1. Oeq. ) 
fcDMF'J>»£fln;SU 1 1 O'CfcT 2 Ef M#bfco 

^-cum^ mmv>mmfc'&m (88m g , 5 6. 8%) &^fe 0 

MS m/z : 2 7 0. 1 H -NMR 6:2. 25 (3H, s) , 2. 33 
(6H, s), 4. 39 (2H, s) , 6. 85 (2H, s), 7. 31 (2H, 
dd, J = l. 71, 4. 88Hz), 8. 19 (2H, dd, J = 1. 71, 
4. 8 8Hz) o 

mmme 3 : n- [2, 6-^pp-4- (n V7Mv*j-ji>) 

— N' - (4-b°U^;i/) frl^T 

2, 6-^7DD-4- h U 7;i/^-D^^;i/SS§lt ( 1 3 7mg, 0. 5 3 
mmo 1) © b;bx>^^T^{b^7x^;i/7*^7* ( 1 7 4mg, 0 . 
63mmol, 1. 2eq. ) hh'Ji^T^ (64mg, 0. 63 mmo 
1, 1. 2eq.)£in;u 1 1 0"C{3T6 0^fl#bfec 

%®'fes 4-7^;t'iJ^> (5 0mg, 0. 5 3mmol, 1. Oeq. ) 

tDMF^Minis 1 1 o a ci l zx2mmmnhtzo 
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ttllflN g B B a ©iiMl (10 2mg s 5 4. 9%) &#fe c 
MS m/z :3 4 9. 'H-NMR 6:4. 63 (2H, d, J = 5. 3 
7Hz) , 6. 87 ( 1 H, t, J = 5. 4 9Hz) , 7. 34 (2H 3 dd, 
J = 1 . 46, 4. 88Hz), 7. 94 (2H, s) , 8. 28 (2H, dd, 
J = 1 . 34, 5. 00Hz), 8. 90 (1H, s) 0 
gjjj 4 : N- [2-7;b^P-6- ( b 'J7MP^^) C^JUk] ~N 
J - (4-tf'JSW t>\sT 

2-7Mn-6-b'J7MD^^jl/ii (1 12mg, 0. 5 3mmo 
1) (DhM>iit7^^7i-;V7tX7^-'J;Kl 74mg, 0. 6 3 
mmol, 1. 2eq. ) 2:HJx^;i/T*> (64 mg, 0. 63mmol, 
1. 2eq. ) 110°CHt6 0»bfe o 

^<Df£s 4-7Uf'Jj?> (50mg, 0. 5 3mmo 1, 1. Oeq. ) 
£BMF>J>M%toZ, 1 1 0"CfcT28#B»#b;fco 

fcT»K^ mm®mm>&m (io2mg, 54. 9%) 

MS m/z : 313. 'H-NMR 5:4. 5 1 (2H, d, J = 4. 8 
8Hz), 6. 69 (1H, t, J = 5. 00Hz), 7. 34 (2H, dd, 
J= 1. 46, 4. 88Hz), 7. 59-7. 6 4 (3 H, m) , 8. 28 
(2H, s), 8. 28 (2H, d, J = 6. 34Hz), 8. 82 (1H, 

s) o 

mtMMQ 5 : 4 - If (2, 6 - P P T- V I ) M^=JklZl2l 

4-?^M>X7^ F (113mg, 0. 7 3mmo 1) lz HH>lml> 
DMF'J>*«in*HDi&b$8j$b;te:o ^©Its 2, S-^PD7x-JWV^7 
*-h ( 1 3 8mg, 0. 7 3mmo 1, 1. Oeq.) £in£ N 1 1 0°C(IT 
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1 5 O^ff^bfeo 

tt^lfe. Mllfflilll^tl (2 0 5mgs 8 6. 2%) £t#fc 0 
MS m/z : 3 2 3. 'H-NMR 6:7. 16 (1H, s) , 7. 3 3 
(1H, t, J = 8. 1 7Hz) , 7. 51 (2H, d, J = 8 . 2 4Hz) , 
7. 5 4 (2H, d, J = 8 . 29Hz) 5 7. 80 ( 2 H , d, J = 8. 54 
Hz) , 8. 3 0 (1H, s) , 9. 2 1 (1H, s) 0 
mMM6 6 : N- ( 1 H- 3 ->f > E U;i/) -N' - (4-tfU^) ^VT 

3-^>F-;^Jl/*'>i (lOOmg, 0. 6 2mmo 1) © h;i/x>^M 
lZTi?iki?7 ^-)l7JrZyyfi))l (2 0 5mg, 0. 7 5mmol, 1. 2e 
q. ) h V^JIT K > (75mg, 0. 7 5mmol, 1. 2eq. ) %M 
>L S 1 1 0 c CiZX6 0ftWnhtz o 

%<D'\1ks 4-7U^'jy> (58mg, 0. 6 2mmol, 1. Oeq. ) 
fcDMFMi 1 1 0°C(3T2B#M ; T4bfeo 

fcTSS^ ^©SM^tl (5 4mgs 3 4. 5%) £|#fc 0 
MS m/z : 3 2 6. 'H-NMR (5:7. 02 (1H, t, J = 7. 4 
4Hz), 7. 11 (1H, t, J= 7. 5 6Hz) , 7. 35 ( 1 H, d, J 
= 8. 05Hz) , 7. 46 (2H, dd 5 J = l. 59, 4. 76Hz), 7. 
51 (1 H, d, J = 5. 1 2 Hz) , 7. 52 (1H, s), 8. 43 (2H, 
d, J = 6. 34Hz), 8. 66 (1H, s), 9. 02 (1H, s), 10. 
7 9 (1H, s) o 

mmme 7 : n- (2, 6-^^pp7x-jv) -n ? - ( 1 , 
2, fp-ih— i , y^>F'J;v) fyUT 

A-T^jy^frj % Y (86mg, 0. 53mmol) \Z h;i/X> lml, 
DMF«ixWb»bfeo 2, 6-^PP7irjHV^>7 

h ( 1 0 0 m g , 0 . 5 3 mm o 1 , 1 . Oeq. ) 1 1 0 "CfcT 



